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(57) Abstract: It is intended to provide 
an antifungal agent which has an excellent 
antifungal effect and is also excellent in 
physical properties, safety and metabolic 
stability. Namely, a compound represented by 
the following general formula and an antifungal 
agent containing this compound: (I) wherein 
X represents oxygen, sulfur or -NH-; R 
represents hydrogen, halogen, cyano, amino 
or a substituent; and R and R independently 
represent each hydrogen, halogen, hydroxyl or a 
substituent, excluding the case where R and R 
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[oooi] *mwft. *vi?>nmfcttttzmm:mmmz.mtto 

[ooo2] 7&^mmmt^mmm^^^mm<Di&rLtcm^m^mmMLx\^ 
tab, BfanMm<Dttftte&*m&&&%L,x%x^z 0 gftzmmmzzzBfa 

[0003] foMMm<D$rmx\z, mzttm&&<Dmmm<Dmm\tttfy^%<DTJ* 

s ^xitry-/vnmmm<Dmm^mt^x\ ^„ 
[0004] mi&w~xj»<oi, 3- j3 -y/v%y&f$mmm.w%\kvx3ij&®>&M<D 

[0005] ^(DXyimfttDfcMMMxfefttttm^^^mzhv, m&fc*%~x&te 

[0006] ^^^ff^^^Xi,^S-5<fei:*M^^«^f mitLX, 

fe^o #f^S^l^«, GPl(glycosylphosphatidylinositol)T^— m^M^MMM 

^<Dmmmm%mmir^bxmMMmmm&w<vmm>&mmu migassembiy 
zmmir%tthKMMtimm^uMirz>(D%vmLx, mmmmwMzmmx 
^\^Kir^tKx\), mmm<Dmm, mm, mm^n^xm^^-t^)^ 
mmmmmtix\^ 0 l^lw^ wffxmiKm^tix^m&mnm 
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kjNcMfco-cv^o mffxmiKm^tix\^k&mmmn vitrei 

[0007] ^5T\ ^Kl^Stfy^^H^d) l^5g±^3£fa«5fefr M^LT, 

#w»2&^L8^&3 o ^ff^citem, mmt<Km&m, ^^mmmcitm 
^<e>, thM^^^^T-^w^^iST-fcs^^^, rx^^x, 7y7>=3y 



[0008] #fFJcmi 


B^P^^02/04626^/^7^yh 




*B#fFl£5852042-^l»# 




gJC!Hi#fFt±i^P ? i^l229O34-^0J^# 




H^r?l^02/060875^/N^7^yh 




H^r?l^02/060896^/N^7^yh 




B^P4^03/068232^/^7^yh 




H^r?l^2004/029027^/N^7^yh 




H^^^2004/000813^-/N^7W^b 







[0009] *mW<D @ ftiS, ^*»^»j^(^V^^*^^ffl^L, 

[ooio] *3PJ5#^ _h|E*ff ^M^EW^^mfefc^, TfS^ (i) 
[ooii] Mbi] 
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[0012] -em&tiz, T^^u^r^-ti,X2-r^y\i 0 ^>m^xxir.m^Mmm 

[ooi3] ~rt£t>h,*$mte 

c i] : (i) x*m£ti%fc&mh< \^(DMMi\^fih(Dimm 

[0014] Mk2] 




[0015] Xf3\ ®^tHCi\ ^^^ctt-NH-S:ic*U 

(tMa) 

?uT/V^/VC T/V3r/vm,C T/V^^y^C TAsfr—Astti/^C T/V 

1-6 1-6 2-6 2-6 
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3-8 1-6 1-6 
2-6 2-6 3-8 

3-8 1-6 1-6 

1-6 1-6 1-6 

1-6 6-10 

1-6 

(tWc) 

C T^^m.C T/Vr~;V^C T;v*c~;v^c *y?uT/V3c/VC T/V 

1-6 2-6 2-6 3-8 1-6 

3c/vm,C T/V^-/VS, 5~10M^P^C T;V*c;V^C T/^ 

6-10 1-6 1-6 1-6 

2-6 2-6 6-10 

3-8 1-6 6-10 1-6 6-10 

1-6 1-6 1-6 1-6 

6-10 6-10 1-6 

c TV— ;vHr%-i/C T/v^/vm.c T/v^yc T/v^/vm, *5<£T^5~10M 

6-10 1-6 1-6 1-6 

1-6 

[0016] [2]: tfftfoMM^T^S^1&z.XZC T/V^i/C T/^/^T*fc§[l] [CfB 

1-6 1-6 

[0017] [3]: R 1 ^*^ig^,T^7^,^^h^>y^/VS^fcS[l]^fBfc(D^^^ 

[0018] M: R^xxM^K^m^hr^mm^^^ym^^tcim^mc- 

[(IWc-l) 



WO 2006/106711 



5 



PCT/JP2006/306422 



c T;v*c;v^c TV— ;vc T;v*c;v^c T/v^y^c T;v>r~;vir 

1-6 6-10 1-6 1-6 2-6 

^ym.C T/v^/vir^y^C TV—M^ym,C i/pvT/V^/VC T 

2-6 6-10 3-8 1-6 

j\s=&t*y^ C TV— ;VC T/Vzx^y^ c TV— T/V^v^ 5 

6-10 1-6 6-10 1-6 

1-6 1-6 1-6 1-6 

1- 6 

1-6 1-6 

[0019] [5]: R 2 ^r^R 3 ^\#^^Vz:Lr^m^,^n^VJlC^-,^tt^^c- 
2J^&£ft5ffi§£>&-Cfc3 [1] ftl ^[3] (7)1 N-f ft^l fcfEiWfra^lXiS 

[(«tt#c-2) 

Zf^/vm. ^^v=/H, ;*h^>&, :/>3r>^ ^WvV 

m/V^V^ y°n^ 0 -2--r^;V^>S, 7>-2-^vM"^>S, 7x^> 

2- ^nn-^y^t :) r^S, xh9tKnt 0 9^-2-^/^h^rV^ 2-fcf 
[0020] [6]: R%^^R 3 OV>m^^^^^^*^JlC^Tfc^[4]^c:«[5]^fEic^b 

[0021] [7]: R'm^im^r^iid^^mmxm^nmmx^my^^UG^ 

[0022] Mb3] 
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(II) 



[0023] [8]: R 2 ^xx^R s (D^{m^rMiii)<D^mmr^timm^h^iivi 

[0024] MM 




[0025] [9]: X^^Jg^-Cfe§[i]^v^[8]^fB^^tltUtt^^^^^ 
[0026] [10]: ^T^^t/^^^^^MfmS-O^^U^^^^c^^ 
[0027] Mfc5] 
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[0028] [11]: LlV^^UlO](D^^^UzBmoit^m^V<lt^<DMWclt^nh(D 

[0029] [12]: LlV^^UlO](D^^tl^Ummoit^mhL<^(D^fz^tlh^ 

[0030] [13]: [l]^V^L[10]OV>m^^l^fEic^^»Utt^^7t«^^(Z) 

[0031] [14]: [l]^V^L[10]OV>T^^l^fBic©^^L<tt^(D^fc«^^(Z) 

[0032] [15]: *n^#J©$Kg©fcfc©[l^ 



WO 2006/106711 8 PCT/JP2006/306422 

[0033] ^mm\m^°v^ymmmi)hh<\t^(DM^tc^nh(D^m^ Dim 
m-rzo&mmvx, mmmmm^mwx^^Kir^tK^, mmm<D 

[0034] sxtk, xmmmfc&^xmmirzm^ mmm^mm, ^mm^mmmm 

[0035] ^0J^»^^^V^r«,^^(D#^^^J : -^©M'l4^*^1-r^^^ 

K^mm*. ±{mmt, nnsmw, K&m&ftm<Dm&ft&£Tfig&tm& 
{%&±<D^(Dtmim&tiz>i><DXfe?j:<, ^-mfr-jjvg&ftn* 

[0036] #3&w fc#5>f b^as£fr rt-egfefk Mtc, m&m<Dftm%% 
m*%tfx*mw \muY&m*%Lm-UY&m d ^z>y°vYyv7) h*mm 
[0037] ^mmm^m^xmir^c r^vmiti^ mmi^m^mmmt 

1-6 

^m^h^M(D^mmnimm^xmm^n^-m(Dmx%^^mm-6m(D 
;vm, n-^ut'/vm, ^y^ntws, n-y^/vm, ^yy^/vm, sec-y^/vm 

, tert— y^/V^ n—^l/^/V^ -iV^<y^;V^ sec— ^y^jv^ ^Or-^s^ 
2-^f;^f/vS, 1, l-vW/K/nt7^, 1, 2- 
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^-;v-<y^-;vm, 1, I-vW/K/tv^, 1, 2-vW/v 

2, 2-v^TVK/^/V^ 1, 3-v^tvK/tvV^ 2, 
/l^ 3, 3— ✓^fvK/^Vl'g, 2-^TVK/tV^, 1, 1, 2 

-MW/K/nfcVl^ 1, 2, 2-hyy>^/K/nt7^ l-^fyl'-l-^fyK/u 

/l^ n-7°ntV^, -ry7 0 ntWS, n-^/W^ ^J^^JV^k^ sec-7^/VM 

[0038] ffl^^o^-oKffl-f^rc r/Hr^Sjm, rmjjg£-&i~2^^w 

2-6 

Ttil^^m2~6f@(DE^^^M^©T7^^^E*L, JMfclft 
Kfifllfcff, ^7—/!^ l-^n^/l/^ 2-y 0 n^7^S, 1-7t^/H, 2 
-7<r~/vm, 3-7^/vm, 2-^;v-i-y a u^;vm, ^^7^1, 3- 

<{^^/^, l-^n^/H, 2-yn^;H, 2-7^- 

/vm, 3-7^/vm, 3-*?-/v-2-7<r~/vm 

[0039] ^KjSB#^*3V^T^ffl«rc T/k^/VSjitt, Hm^^l~2^^T*V> 

2- 6 

T^j:v^^ic2~6fi(DE«^c^M^T/v^/vS^E*U Mcfc&J 
KlWlX-lS, =r.^;vm, l-y°nt°^/^, 2-7°nt°^/^ l-zf^/V^ 2 

3-7^/vm, ^^/vm, ^y-^M—/^ 

[0040] #K*B#(c^T&ffl«rc ^nm/Hji:M:, ^^3~8^<D^<D 

3- 8 

„ i/pn^y^As^ i/pv^i/As^ Wxi^-f^-jv^ iy^u^r^A-M^W 

[0041] ^mmmK^x^mir^c r/^^mit^-^BMWc r>v*>vm\ 
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(DMmmmm^^htcm^h^t^m^u Md^mmmx.^ *b*ym 

, ^hdr^, n-zfvtf*ism, ^S?w#*i/^ n-y>3rv^ ^yy>3r>^ s 
ec-yVH^ tert-7>3r^S, n-^y^/M-^V^ ^y^^/V^y^ s 

ec-^^Vv^y^ tt^zy^/Htti/^ l-y^vK/H^y^ 2-y^/vy* 
b**s&, 1, l-^fyK/utf^g, 1, 2-v^/K/n^y^ n-^ry/V 

y>3rv^ 2, 2-v ; ^/vy>^f^S, 1, 3-vW/K/H3rv^ 2, 3-vy^/V 
y>3ry^ 3, 3-v^/K/h^>S, l-^/K/Hf^g, 2-^/^>=3r^ 

, i, i, 2-byy^/K7°P/}m^ 1, 2, 2-hv^vy a u^ym, 

<«^h^>S, ^h^>&, n-yn^yS, ^yy 0 n^v/S, n-y>3ry^ yy 

y*b*ym, sec-y^ym, tert-y*b*ymmx*h% 0 

[oo42] ^mmm^^ ^rmm~r% rc _ tvv^^sj tm^m rc^r/v^/vm 

^JV^m, n-y°ntV^^S, Wntf;WS, n-y^/Vf-^, 
Wf^/vttrm, sec-y^/v^m, tert-y^/v^m, n-^y^sv^xm 
, yy^^vv^S, sec-^>^/v^^, tt^y^/yj-^r^ i-/^vK/f- 
;y?*m, 2-^/vy^/v^-Jrm, l, i-yy^/K7°nt7^;t^ 1, 2-vW 
/vyntw^s, n-^^^y/v^s, yy^y/v^S, l-y^/w^yfvi^- 

2-y^vw<^v^y«, 3-y^/^^/^^-s, i, l-vy^/K/^- 
/w^-g, i, 2-v^/k/^vi^-^ 2, 2-y^/K/^yi^t^ i, 3-yy 
^vK/^vi^-g, 2, 3-^^/vy^/v^m, 3, 3-^y^/vy^/v^^, l 
-^/vy^/v^m, 2-^/vy^/v^m, 1,1, 2-V)^jvfxi\f}yf-ir 
i, 2, 2-byy^/vyntvv^s, l-^/v-i-^/vy^/v^m, i 

-^/V-2-^;vy°u\i 0 ;Vttmmi$mJbfl, ^Utt^vl^*-^ 
A^Urm, n-y°n^;V^-irm, WnWti, yyy^/V 
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[0043] *mMm\z.&^xtizm~r?>rc r^^^^mitixmm'Mm^c r?v 

1- 6 1-6 

[0044] *mmm\z.&^xtizmirz>rc r;v^;vir^iym\t\L ffffE^rc T;v>r 

2- 6 2-6 

^/vM]<DMmmmw^m&Ltcmxh^tmMu Mcfammm*.^ ^ 

ir^ym, ^y*r~;vtt*y^ 3-^>v-2-y*7-~M^y^ ^*c±~/vjr 

**ym, ^^>v^;vtt*ymmftmjbti, mn.<n.^^;vir^ym, i- 

^u^/l^S/g, 2-7°n^/V^^S, l-y^/l^rV^ 2-/f^/V 

- 2 - -f^M^ymmxh^o 

[0045] ^Mjftl^mSSV^ffl-rsrc T/V^/V^V&i:fi,mf|ESarc T/V^ 

2-6 2-6 

^;vmi(DMmmmmw^^tcmxh^t^MMu Mcfcmmmz-i-f, ^ 

*c*ym, 2--f^=.jv^vm, ^y^-M^vm, ^ 

i/m, i-y°v\i o ^/vtti/m, 2--7v\?~;vtti/^ i-y^/^^ym, 2- 

[0046] ^K#W#^*3V >T^ffl« rc ^d7/^^Ij t \X mm^m rc^PT 
^p7p^^^ ^n^>^r^, s^n^Wyv^S'l^ i/^n^i//^r^-i/ 

mmxh% 0 

[0047] ^|ffl#^^*5V^ffl-rsrc ^n7/^/VC T/^/V^J £«\ ffffE^ 

3-8 1-6 

rc r/v^/v^ j <Dfz m<D&mutt. mm^m rc ^p7;^/hj xmm 
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, ^p^f^f^g, ^p^W^S, ^^n^PtVvxf/vS, 
[0048] ^jjiB#^^*3V^^ffli-5rc ^p7;^;k: T/v^^jy^ ffffE^ 

3-8 1-6 
1-6 3-8 

3r>^ ^n^^7^h=^>S, -y^n^y;V^Y^-y^ y?xiy°xi\? tv^^y 
^ y^uy^/v^h^yM, y^n^y^-;v^.Y^y^, y^u^y/v^-h^y&W 

[oo49] ^mmm^^^^rmmir^c ^p7;^c r/^/^^jir^.ttfiE 

3-8 1-6 

^.Wc^T/^/^^rm] ^(DftM^Amw^. ffjfB^lt rc^n T/^/v 

^n^°ntV^^/^^, ^n^/K^/^^, V^n^WvKr^vi^- 

[0050] ^K)SB#^*3v^^ffl«rc ry-/^jitt, mmm-iocD^m^mt 

6-10 

l-y-y^m, 2-y-y^/vmm^h^o 
[0051] *wMm\z.&^xtizm~rz>rc rv-^^ymitixmrn^m^c ry- 

6-10 6-10 

7=3r^, 1-^:7^7^^^ -O-r^/V^-drv/^, TX 

i^/i^vg, ^y°?y~/vttymm^fbti, m^L<^y^/^ym, l- 
[0052] ^^jjiB#^^*3v^ffl«rc ry-/vc tv^/vSj^ ffffE^rc 

6-10 1-6 1-6 

6-10 
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7sJ&;v^ l-^y^-;v^7vm. 2-^-y^;v^;v^ 3-7x^-1 

[0053] ^mmm^K^x^mir^c rv-^^yc r^^mim.mm'^ 

6-10 1-6 
1-6 6-10 

rnvtcmzmmu ^mmm^ y^/^-y^/vm, l-y-y^/v^y^ 

2-^-y^-;v^y^;vm. ^yf^-zv^y^/v^ TXv^/vtty?. 

l-^-y^^y^^m, 2-y-y^tty^;vmmxh% 0 
[0054] *wffl^iz&\,^xtizmirzrc r/v^yc T^/vmitiL tfffE^arc 

1-6 1-6 1- 

6 1-6 

IcSfeU ^Wmtt^H^tf, tb^y^^M, ^b^y^^M, n-y°vtf*y^ 

[0055] ^KjNH^^ (C*3V^-C^ffl1-S rc _ T/l^VC _ T/]^3r>^J tit, 

c^r/v^ymi *<Dfrm<D*mm?*, mm^m^r/v^ymsxmmvtc 
m%MMu Mcftmmmz-tf, *b*y*b*ym, ^b*y*b*ym, n-y°v#* 
y*b*ym, ^y^-b^ym, ^b^y^-b^ym, *b*yy°vtf*ymm$mf 

[0056] ^mmw^^^'xmmir&c ry-^c r/^*ymi t^mm^m^c 

6-10 1-6 1- 

6 6-10 

MMU Mcfommmz.tf, ^yV/vttym, l-y-y^/v^ym, 2-^-y^ 

/v*b*ym, 7i^f/^vs, l-^y^/^b^-ym, 2-^y^/v^.b^ym 
[0057] ^mmm^Km^ximir^c rv-^^yc r/v^ymiti^mm'M 

6-10 1-6 
1-6 6-10 

m^tcmmMu Mtfcmmm*.^ y^;*y*b*ym, l-y-y^v^y 
^b*y^, 2-^-y^/p^y^b^-yM, y^/^y^b^-y^ i-y-y^M^-y 
=^b^ym, 2—ty^;v^y^b^ym, 3-y^j^y-i-y°n^ymm^ 
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[0058] *wmm^K&^x&mir%^/-c i _T/v*/PT*;m]b\-$, T$;my<Dim 

1-6 

«\ ^/vr^/m, ^/vr^/m, n-y°n\f;vr^m, ^y^Pt>7^/S, n- 
^/vr^/m, ^yy^^r^m, sec-y^/vr^/m, tert-y^/vr^ym, n 
--<^/vT^/m, ^y^y^^r^m, sec-^^vvr^^ tt^s^/vr 
^/M, l-^/vy^/vr^ym, 2-^/vy^/vr^ym, l, i-vW/vtWa- 

T^/M, 1, 2-V^/Py°v}i 0 /]/T^jm,n-^i//VT*/M,4y^i/^T^ 

^7^, 1, 1-v^/K/^VKT^/^ 1, 2-^f/^f/V7^/S, 2, 
/^^-/VT^yS, 1, 3-vW/K/^/VT^S, 2, 3 

, 3-v^/k/^vkt^/^ i-^/k/^vkt^/^ 2-^/k/^/kt^/^ 

, 1, 1, 2-h!W/K7°Pt7VT^/S, 1, 2, 2-HW/K/nty^T^S, 1-^ 
^/V - 1 - ^/Vy°v\i 0 /VT^Sm, 1 - - 2 - y 3vK/n \?;VT^;W0j> &m 

r^/m, n-y^/vr^/m, ^yy^^r^/m, sec-y^;vr^m, tert-y^ 
[oo59] ^mmm^^^'xmmir^^/-c r;vy-=.;vr^m\t\^r^m^(Di 

2-6 

2-6 

^/KT^/^ 2-7x^/VT5/S, 3-:/7^/KT^/^ 2-^;V-l-y°n^ 

~/vT*/m, 2-y°u^/vT^;m, i-y^^/vr^/m, 2-7r^7^S, 3 
-y^^/vr^/m, 2-^/v-i-y°u-<^/vT^m, 3-#/v-2-^/v 

[0060] #Kffl#*ic^T&ffl«r^-c T;v^;vr^m\t\^ r^m^(Di 

2-6 

2-6 
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~/PT^/M, -O^-^PT^/m, 
, l-^n^/vy^/m, 2--fn\f=.;VT^m, 2-7<?~ 

[0061] *mMm*K&^x&mi-&*;-c^/?vT/T&/TsT$smik^ r^/m^ 

3-8 

maWlX-lS, ^n^DkV^T^I, ^W^T^/S, v^i^^fvVT^^ 

[0062] ^p^^^^t-^v^-c^^-r^r^-y-c ry-/^T^Sjm, r^s^mfs 

6-10 

/m, 2-yy^;vT*mmxhz> 0 

[0063] ^mWfe^&^Xfefttt^S-C WxiTJV^jVC T)X*c)V7%S'£k\kX$. 

3-8 1-6 

3-8 1-6 

jv^jvt^J^ y?n^y?-;v^;VT^;^ y?n^*y;v^;VT^;^ *y? 
uy°u\i°/v^/VT^J^ i/?uy**f-;v^;VT^;^ y?xi^yj-/v^/VT^J 

[0064] ifmum^\^^x\^m^^/-c rv-^c r;v^;vr^m\t\^r% 

6-10 1-6 
6-10 1-6 

y^/v^/vr^/m, y^^jvr^m, x-y-y^-jv^jvr^m, 2-^-y^- 
[0065] ifrnM^K^x^m-t^^-c r/v^/vr^/mitn.r^/m^^BfD 

1-6 
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, N, N-^-n-^nW^S, N, N-vWyyVtWT^y^, N, N-v>-n 

-y^/vr^y^ n, N-^-^yy^viyr^y^ n, N-v'-sec-y^viyr^y 

N, N-v^-tert-y^/VT^yS, N-s^V^-N-y^vVT^y^ N-n-y° 

ntyv-N-y^/vr^ys, N--ryy°ntyv-N-y^-/vT^y^, N-n-y^vv 
-N-y^/vr^y^, n — fyy^vv-N-y^viyr^y^ N-sec-y^vv-N 

-y^/VT^yS, N-tert-Zf^/V-N-^/VT^S&^&mfbtl, 0^L<U 

n, N—^y^/vr^y^, n, N-^^/vr^ys, N-^/v-N-y^viyr^y 
[0066] ^^jfti^mssv^ffi-rsr/Ma^is^jttt, 7vmm^. mmm*. 

[0067] ^Mjftl^mSSV^ffl-rsr^nlS^jttt, aitjEi^fcte^jjjC 
[0068] ^0^^#^^V>T^ffli-§r5~lOM-xn^Sj^tt N ^^^-r^^(Dm 

/^(^x.tf2-yy/vs, 3-yy/^#),^^/^(f!ix.ff2-^^/^ 3 
t o ny/^(f!ix.ffi-t°ny/^ z-w)/vm 
m),^y^Mmx.\f2-\i 0 ^y;vm, 3-t°yvV^ 4-fe°yvvv^h t°9v^ 
t°y^> ? ^/^(f!jx.tf3-t o yy^y^/^, 4-t°yyv^/v^h t°y^y^ 
/^(mji2-t°y^y^/^ 4-t°y^^/^, 5-t°y^y^/v^), hyryy 
2, 3-byryy/v^ i, 2, 4-hyTyy/^#),y"h9yy/^(fii 
£jf lH-T^yvy/i^ 2H-^h9yy/^#)^Tyy/^(f^x.«2-^ryy 
4-^ryy/v^, 5-^ryy/^#), \?Tsyfi>Mm%.ft3-\f^sy/i<m 
, 4-t°9yy/v^),^-=3rf-yy/v^(f!ix.tf2-^f-yy/^, 4-^f-yy/v 
5-^f-yy/^#)^y^-^yy/^(f(jx.«3-^y^f-yy/^, 4- 
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ryy;vm, 4-yy^ryv^m, 5-yy^ryv^mm)^yv^mam^5-^ 
6-*;v/pm, 7-*;v^m, 8-*;v/i<mm,4y*;v^m(Mx.m 
-4y*;v^m, 6-yy*;v^m. 7-yy*;v^m, s-^y^/^mm.i-y 
m-y^yy-2-y/vm, a, m-y^-yy-3-y^ 
[i, 8i-ty^j>-2-^^m, [i, 8]~fy?-})i?y-3-4/vmm), ^/^f-y 

6-*^yy^vM, 7-*j-y])~/vm. s-^/y^ 
^mm),^y^v^mmx.^^yii, 2- a wyy-6-y^mm),-<y 
y^-ryy/vm im x. \t^yy^ry—;v -a- y;vm, ^yy^-ry—zv -5-y/v 

^yy/vmmz-it^yyjr^y-y-sv-A-jsvm, -<yy^^-y-/v-5-y/v 

m, -<yyir*y-y-/v-Q-y;vm, -<yyir^y-/v-7-^;vmm)^yy 

y^yy/vm <m%. ft^o y^yy—^ - 4 - y/vm, ^<yy^yy—^ -5-4 
;vm, -<yyy^y-/v-Q-y/vm, -<yy^yy-/v-7-y/vmm)^yvv 

;v^{®\\x_\fyyY—/v-4-y/v^ yyY—;v-5-y;v^ yyY—;v-Q-y;v 

4yY—;V-7-y;vmW), t°nnt 0 yv ? /^(f^x.[ilH-t°nn[2 ) 3-b]t°y 

i?y-5-y/vm, t°nn[3, 2-bWi?y-i-y/vmm) , ^y^y/vmmx. 
i&^A2, 3-bWi?y-5-y/vm, ?-^;i3, 2-bWyy-6-y/vmm , 
yttW/i'Mfflz.&yvte, 3-bWyy-5-y/vm,yvl3, 2-bWyy- 

6-y/Vmm), 2, 3-^fcKP-lH-fc°OT3[2, 3-bWi?y-y-5— j/vm, ^ 

yy^-r i?ry})/vm (m x. i^^/[i,2,5]fT;/7/-/v - 5 - y/vmm) , ^<yy 

ir^^ry');vmm^\t^yy\l,2,^^^yry-;v-5-y;vmm) , t°yK 

t°y^v?-/^(^tjx.}ft o yK[2, 3-<s\M°y^y-4-y/vmm), s<yyyy;vmm 
7L\^yyyyy-4-y;vm, ^yyyyy-5-y/vm, ^<yyyyy-6-y;vm 
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^y-7-4/^mm),^<yyTi, 3]^^y-/vm(m^^yii, 3]v^y- 

fcffyKftW%.&, WJ^/vm, t^y^/i^ frtt^JiS-zv^ t°^yv^ 
[0069] ^K^#^V^ffl«r5~10M^xn^C^T/^/^J^«,ttf|E^rc 

1-6 

try ^f;^, hyryy/v^/^ xhyvy/v/^/i^ f-r^v^ 

, ^h^tKn^y/v^/vS, y^);v^;v^ =f-^.^.;v^/V^ \i°xi^;V^;V^ 

wjit/v^/vm, bVTyy/v^/vm, "rbT/v/v^/vm, ^ryy/v^/vm 
, t°7yy/v^/vm, ttv-yy/v^/vm, -<yyn, 3]^^y-/v^/vm, 

"rby^nyv/v^/vm^mf^ti^o 

[oo7o] ^mmmK^^x^mir^5^io^^n^^mit^mB'&m(D^5^i 

vryv/vtti/m, "rb^/vM*^^ twy/M-^v^ 
tt-y-yy/vtti/m, -<>yii, 3]i?tty-/vtti/m, xbytKnyy/v^v- 

[0071] ^mimK^^x^mir^ r^^ymitixmm'Mm^ 

1-6 

muc^lcftu jy^mm«\ yy/vy^v^ fx^h^f^i, t°ny 
/^h^i, t°yv?/]^h=3rv^ hyri/y/^hdrv^, xhyvy/i^hdrv^ f-r 
^/y/i^r^vg, t o 9y*y/]^h3r>^ ^f-zy/vy]^^ ^yii, 3]vy-^y 

xhytKnyy/Mh^^S, yyA^h^rv^ f-^^/v^hdr^, 
t^y/K^^ t-y^/v^h^S, bVTyy/vx.b*i/m, xhyVy/K^v' 



WO 2006/106711 



PCT/JP2006/306422 



3-Tv*V^h*ym, t'r/y/vx^^^s, ^r^/V^h^y&, -o-yn, 
[0072] *m'fflWK&\,^x&mir& s-ioM^nit^^c r/^/^jm, ffffE 

1-6 

^arc t/^/v^j ^ffit©^^^ Misers- loM^nit^v- 

1-6 

^■/vm, "rYT/V/vtty^/v^ fTy > y/^t^^f/^S, \?y^)M*y* 
^/vm, ttW})/vtty*?-/vm, ^yyli, zW3r*y-/vjr^y^/vm, 3 r 
YytYuyy/v^y^/v^ yV/]/tty^/vM, ^-^/v^y^/vm, t° 
uy/vir^y^/vm, \i°^y;vir^y^;v^ YVTV'V/vtty^/v^ y^hy 
y*})/vttyx.?-/vm, y^T^J/v^y^/vm, t°yy* ] J/vttyx.?-/vm, lr* 
^■y^);vir^y^;vm, ^<yvTi, 3yytty-/vtty^/vM, "rhy^WV 

;vjr*y^/vmmftmfbfiz> Q 
[0073] *mmmK&\ rgmS£#L-o N-ob mm w#§&^£^ 

[0074] ^0J^#^*3V^ffl«rm^^i-§ji:^, gm^f£«ft^ fti^m 

[0075] mmw^, ffinm*, *^«-nh-^e^u #^^ie^^w*lv\ 

[0076] R 1 ^ *3{f /M^Vjg^ ^T7S, T^g, ^/cteitfjfEMmSPaJ^ig^ 

1-6 1-6 

1-6 1-6 

[0077] R^^g^ T^(II)(7)^5>#^|g$^f^AM-efe^r^^^LV^ 



[0078] 
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(II) 



[0079] r 2 &j;^r 3 ^ &*m±vx, Tkmrn^-, ^n^vif, Ttmrn, ^tcnmtm^ 

[0080] t.ft, R 2 *3«ttm 3 «, i ^ti*^%i>sfrmu^foZZbi>W&lA \ 

[0081] Mfc7] 



[0082] ±|B^0*LV^^g^^^tLTtt, T^T*ig£;ft5^#fli^W 
[0083] Mb8] 




(Ml 




OCH 2 CH 3 



[0084] ^mmt^mtvx, M^^mitvx^r^m^mfhti^K *mwft 
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[0085] [jt9] 




[0086] ^mmw^m^xmmir&mtLx^ m*.t£. mmmt^ ^mmtom, 
[0087] fmmt<DM<D&izL\,mbLx^ m*.i£. mm, m^rnm, mm, mm, yy 

[0088] w8m&t(DM.(DRiz\j,mbvxxz, m%.&. ^j^mm^r^ 

bfDMjfim-fhfi^o 

[0089] m&T*;mb(DM<D&-§iL\,mbLxfe, m«\ Txs<7*?ym, y^v^mm 
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[oo9o] ^mmmKm ^x&mirz rmmnh w\ m«^©^p^j*5J:^/^c« 

[0091] «0j!^#^{^^L<«^(D^/ctt^n^©*^Ptl«,'Rffl$^TV^^^ 

Kxmm, mm, mmm, mm. mmm\. ^y±^m. yny^m. vn-^m 
, m.xm, m\. mj, mm\, mmmu v—^m. mm. mm. turn. 

mm. ^m. mum. m&m. mmm^. ^^m^mmtm. % 
itm. mmmm. %>mmm\. pnmmm. mm\. mm\&m*®Lf%~rz>z.t& 

tmztimmmk ^h\^m^.mcx^m. mm\, mm\, mm\. mm 
Mmm*Mz.tm, nm^mm, mnm. mm\. mm. wmmu 

ym-jmis. ^j^y^yym^m^y^. y^^ymmm^^. 
w^mtm.tt'rA'. ^j^y^yyy^^ymmm^y^. m**y^ 

ftmfeftffl-Mx-ft. w^y^/v±/vvi—^ mr?y/vm, %/y$*y\?~/v 
m^-. ^v^yy^v^—^, /Kyt^/vt°nyFv, ^iv^vn—^m^im- 
^W^Mx.\l. jyy°v^/-?ym<DmkT/v^-;v-Mz-\^ ?v 

iry^, ?°vi\i°yys?y=i— /k v^ntv^y^— /k y/v\fh—/y^(D^MT/y^ 

y**yyj», wmr;v*~vj^<DW(mfo. mm^m^m-f btiz> 0 mm\t\yx 
it. m«\ %m. 3-^^-^, &m. yy^rn. ^y^bsK y^yb. 
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^gfcfr/w^ fcm&mi-hvvj*. y**xhvy, 

thxfemm&imMir^btim»!£tix\s^-k<Df)\ m^m^Mthxix m*. 
«\ ^r*. s^yxm. ^#tt '^y*m. ti, m&Mm&m^tiZo -ne>© 

&m^i&zxmm%M. %mmm*M*.x, nmi^mmit-r^t^x^ 

®mm. isv^m, ftmmmk v^mmm. t/^-/hs, ##t/^-/hs, * 
«\ pmmm, mmm, ^-m. mmmmk mm^mw-r^t 

*$>m, T^;m, omm. nMrnrnMrn^m^m^-r^thx^ ^*3±ie 
mmmm^mmmit, m^m\<Dmmch±vmm£n%mm^%mx%z> 0 

[0092] «0j!^#^{^^U«^^^ctt^^oxK^Pti^^1-^^^o^ 

o flifctf sgau tfeau mm. *-?±frM. *s**s7M. vn-^n. wlxm. mu 
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mm\, mm\, mrnrnm, t-^m, umm, um\, ^s^m, 
[oo93] ^mmimmm^^-m^ mvt^mm. mk f«, ^mm-m.^ 

[0094] S^Sttm*©, tell, MMKMirm 

^mm^m^w^K mnmom&iz, mw^xtvxi shtdo, 1-10 

OOOmg, 0^L<«lO-2OOOmg^l 0 1 -mMKfrttXWt^Z> 0 mt%\<Dm& 
i3\ M^j£A£LTl ii^O. lmg-lOOOOmg-Cfc^ 0*L<«lmg-2 

OOOmg-efe^o 

[0095] «5m^3, ^(i)T^^b^(^T, {^^(Dirv^o )tf»£2fe^o^ 

r^^o mw<D^m&}$^&*m^x&)$.ir%z.t&x 
^\m^rB(D-m^^m^xm^x^ 0 

[w&miitt&m da) <oimmm^m 

[0096] [>fbl0] 



o 




(1a) 



[0097] #!b-^ tfffB^aii^Ea^M*-r^o ] 

[0098] [>fbll] 




[0099] [55*, #|E-^«, ffffE^a^^E^^E^-r^o ] 
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[0100] [X@l] 

77^, 1, 4-^fyf©x-f/Vl, 0j|&ff * N, N-vW/MK/W^K, N 

, N-i?^^T±bT^m<DT^m&m\<^ti%o m^mthxn, m*.t£. b op ( 

F-MWM), DCC(N, N' -^^n^^/^/^V^K), CDI (^/V/Jw^vV 
^M^!)/W=KI^||f^ 0 te^(lc) |*ffra^(lb 

)^lti^*^i. 5^»fflv^ 0 m^mm^mawKMLxv^m^hi. 5 
>m%u\\z.xh&\ £Lfoumnmnfrh8o°cxh<9, sjs^f^«io^^3o^k 

[0101] «T©S'i«fe(l), (2)^c{i(3)^fEic©^T\ ffc^(lb) ^k^(lc) 

(la) &$m~r%zbhX*%Z> 0 
[0102] Mfe(l) :^^(lb)^^^iL/c#, tmmtmt^^ (lc) t^E^ 

&x4k&m(ia)%%%z-ttfx%% 0 mmtm^mnmt, mmmh^^ m*. 

«\ ^n^fy, -O-eV, b/v^#(D^#^T, fl^(lb) I^Ltl^i 



WO 2006/106711 26 PCT/JP2006/306422 

[oio3] wimmtik&miic) t*m&^z>iLW&. mtu*. ^nn^y, ^r^tKn 
lots, m«\ hy^/vr^ t°y^#(7)^«^^^^y^^, m 

[0104] Mfe(2) :^t)(lb)^^il^ iL ^^ ^^&M*^>fb^(lc)£ 

(Dfvv^m^^M&Rfo^z^-txftfrtiZo ^pp^ix^f;n^j:t;t 

[0105] ^gfete**^^ (lc) ^H^^5X@«, Mtitt, ^pp^v, xh^tK 

P7^, n, N-^f/^/w^miit 1 , m^m^mti^m{ic)% 

[0106] gijfeo) :it^m(ib)^^^/vthtc^ mft^x^tik&majbz 
Efot5&xik&m(ied%m%^ttfxi*z> 0 mittT/v&m>xffiz. mz.tt. i, 

^ (lb) ^i^tt^^/v^^^J^^^rir^i^^T^^o 
x/v^^^J:«^J«^^(ib)^>PfLTi^S^^i. 5^fifflv^ 0 E 

ti;n&no 0 cfrh^nxh% 0 Rfommmmmfrh2mmxhz> 0 
[0107] ^tt^x/v^b^ (ic) b%m&£&z>JMte, mtttt. ^pp^, 

MJ^^^r^-efT^^o ^^(lc)f«tt^x/K^LTl^S^^l. 5^ 
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2m±(Dmmm^mmir^t^x^, ^Kim^^m-i^ [$^^£2-2], [ 

^^2-3]^«[^^2-4]^B*»*^fflV^^tl(la)(Dt 0 y^ 
^IE4fe<D^^fflV^r>^b^(la)^x^2^±©gm^^m«^^-C#5 

[0109] [^^&l-2-l]^t)(lb)(7)M3t^ 
[0110] Mfcl2] 




[0111] [5^, Halfi, /^V^^^ 5 ;R 4 ^ c T/V^/vm, T/Vtr~/V^ 

C T/V^/vm.C ^dW/H,C ^nT/V^r/VC T>V*r>V%&Wt 

2-6 3-8 3-8 1-6 

[0112] [xm-i] 

^X@«, (lb - 1) btt&m (lb - 1 - 1) tSrSJiS^-tirT^^ (lb-2) 
( lb - 1) Hb^ti ( lb - 1 - 1) ^BOt^*^ «fc*M ( lb - 2) 
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zz.k&v$z>o qc&m ( lb - 1 - 1) mt&m ( ib - d kmix i ^ *$^3 ^ 

b-1) (^LT2^ft5^10^1fflV^ o S^S«50°C^^M»it-efe(9, £C 

[0113] [S^f &l - 2 - 2] (lb) © jet#8MW8s 
[0114] [>fbl3] 




(1b-7) dW) 



[0115] [5$^ HaliR 4 «, ti|fB^ail^Ma^*«o ] 

hx^ 0 

[0116] [X@l-2] 

;£X@«, (lb -3) (lb - 1 - 2) b&BtJ&£&Xfc-&®(lb-4) 

(lb-3)^b^(lb-l-2)^^$*5^^J;9>fk^(lb-4)S^5^S 

frbi3ox:xm,&j&^moftfrb2mr$xhZ) 0 

[0117] [X@l-3] 

^X@«, {b^(lb-4)^T^bLT{b^(lb-5)^#5X©-r^o i?Hf 
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hmm&m^o £^^^30^^190^^ ^^^«1^^^^48^ 
[0118] [X@l-4] 

^X@«, fc&®(lb-5)&i/TMkLXfc&M(lb-6)%m>JMXh% 0 fix. 
^-LTl^*^2^*fflV^ o ^^^(lb-5)^LT0. 01^*5^0. 1 

^*fflv^o fcfcumtto o cfrbwmumxhv), Rj&mmmfrfrtemmxh 

[0119] SiJ£fe:$JxJ^ N, N-v^/MJvVAT^K N-^vMfuysV^©^*, ft 
[0120] [X@l-5] 

;£X@«, ^^(lb-6)^*4>#LT>fk^(lb-7)S^5Xm-Cfc5„ 09 

^#<DT/^y(D^^^,^^(ib-6)^p^^i-sr^^j:^{[:^(ib 

[0121] m^m-2-2,Mt&m{ib)(D%m>m 

[0122] Mbl4] 
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[0123] Haii:R 4 «, mmfemkmnm%n&irz> 0 ] 
hx%%o 

[0124] [Xai-6] 

^x@fi, ft&m db- 1) db - 1 - 3) k*w&&*txtt&m db-8) 

[0125] [M^^l-3-l]^t)(lc)OM^fe 
[0126] Mfcl5] 



WO 2006/106711 



31 



PCT/JP2006/306422 




[XSS1-1S] 
(1c-2) 



[0127] c^tfj, r\ r 3 *3 «ttj«x«, MmmmtrnMrnzMtiz-rz ;r 41 «, c^r/^/vm* 
%mi - 3 - 2] &i [jiag^ifei - 3 - 5] ^fEfc(7)^&^ffl v ^x$m~r%z.thx 

xn2m-bOgmS^m«^^^ i 9,±fEX@g|^(D^^tl^^«^^ 
[0128] [X@l-7] 
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[0129] [X@l-8] 

*x@«, <Dimm*mm\mm^xik&m dc-3) 

[0130] L^M^>-^/^^/V^^S*fc^p-h7^^^x/^^/^^r^(Z)^, ffjx. 
^ (lc-2) *5j:^^^/^^/v^nyK*/cttp-h7^^x/^^/^nyK^S 

- ;v?u y TO^tl (lc-2) ^*fLT I3ffi^3^lffl^5 0 SJ&Mg »0°C^ 

mnxm,Ef^mmmo^h2mmxh^ 0 

[0131] Ltf^j^tf)^ ^^(lc-2)^ 3-*^?uVb\ ttf)/V? 

nyK^^^^^ffl^^^j:^^(ic-3)^#§^^-etSo ^ 
mnxm, Rmmmmoftfrb24mmxhz> 0 

[0132] [X@l-9] 

^X@fi,^^(lc-3)^^/W^K^y^i:^^*T^^(lc-4)^ 

^^/w^y^i^H^^^^^^^(ic-4)^#^^^-e^o7 
*/w^k# y ^ mtte® ( i c - 3) ^^j-lt i ^ *^e>2 ^ v ^„ a&i&g 

[0133] [X@l-10] 

^x@«, it^mnc-A) m\L&m{ic-8)%m%jMxhz> 0 m«\ ^/ 
-cfc^ HJ^^^«io^^24^r^-efe5o 
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[0134] [xm-ii] 

^X@«, (lc-2) b7?^4^t%£Cfo^Xik&® (lc-4) £#5X 

©-CfcSo fllfcff , ^n^y, ^by^nyy^m^mm^, ft&m (lc-2), 7 

^ntVvT^^/v^Vix-h^HJ^^Srir^j:^^^ (lc-4) £#5^^ 

7cfi^y7 P ntVVT^^/V^Vlx-htt>fb^(lc-2) m*|VCl^ A5>£>2^ 
SfflV^o SJ^SS«-20 o C^^80°C-efeS9, SJS^K«5^^48^^-Cfc5„ 
[0135] [X©1-12] 

^X@«, ft&m ( lc - 3) £tert - yy^^^^mX^mhtcTV^t^E 
J&£*T^^(lc-5)£#5X@T*fc5 0 $JxJ^ N, N-iWvWaM'ATSW 

t&x%% 0 \z.Mhxv^m^h2^mm^ 0 ten-y^y 

^/v^/vmx^mhtcr^ymt^-m ( ic - 3) mauve isi^^sm^s, 

S^M«^^^80r^fcf9,S^B#^ttlB#^/6^24^^-CfeS 0 
[0136] [X@l-13] 

^CX@«, (lc-5) Otert-y>^^/^^/^«^LT{b^ (1 

- 5) (Z)tert-y>^^/V^/VS«^-r^rimJ;f9^^ (lc-8) 

[0137] [X@l-14] 

^X@«, (lc-3) (Z)«^T^KSm^mLT{^tl (lc-6) £#5 

-^(lc-6)£#5ri:^-et3o ^Hb^tt^tl(lc-3) m*jVCl^ A5> 
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So 

[0138] [X@l-15] 

^X@«, ft&m (lc-6) (DT^K^MtcLT^^ (lc-8) £#5X©-Cfc 

mm^mm&m^o ELfoum^ufrh8o o cxhv, %ifommmoftfrh36 
mmxm, R^umtmm^mmxh^o 

[0139] %mtLX\X m%.t£, ^pp^, xh7tKn77^#©^^, hy^rvM* 

>ryiift^(ic-6)i^ui. o^»^2. o^Sfflv^o 

[0140] [X©1-16] 

#x@ra\ fc&®(ic-2) <Dimm:TVYmzMm^xik-&m (ic-6) 

[5, 4, 0]r>yT : >-7-^^O##^#^T^^tl(lc-2)iv ? 7^/^ 

^^(lc-2)i^LTl^*^l. 5^»fflV^ 0 S^M«^^^80°C-e 

[0141] [Xgl-17] 

;£X@«, {^t/ (lc-2) (D\iVv^y^?vm%m\^Xik^m (lc-7) £#S 

^>^«{^j^fflv >T^t/ (ic - 2) zmttzzt Kmt&m (ic- 7) 
umn.m^bmmumxh^,u.^mm^o / M^b2Am^x%^ 0 

[0142] [X@l-18] 

^X@«, (lc-7) (D*;v^vm*T*;^;vmmMsXi\:-&m (lc- 

#©^^,9^-^^M^fflv^M*^^5-^t-J:^^^(ic- 
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[0143] [3K5t^l-3-2]>f^^(lc-l)T*fc5>fb^(lc-ll)<D$i5t^ 
[0144] [>fbl6] 




(1c-10) 



[0145] R\ R 3 #£T$R^ ffffBSaiN^^^*«o ] 

*(ic-9-i) Wk^(ic-io-i)tt, migp°n^»^fflv^^-et, mis 

[0146] [X@l-19] 

^X@«, ^^(lc-9)Hb^(lc-9-l)tS:S^*T>fb^(lc-ll) 

^(lc-9)^b^(lc-9-l)^^$-fr5^^J;t)>fb^(lc-ll)Sr#5 
rt^-CtSo ^^(lc-9-l)tt>fk^(lc-9) ^LTl^fi^2^fiffl^ 

s 0 ^^b^dc-9) Knvx2^m^h : m\*m\^o ^mmitm^h 
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[0147] [X@l-20] 

^X@«, (lc- 10) bft&® (lc- 10- 1) ^H^^T^^I (lc- 1 

m<DMmmm-b])VJ*ft}f<DmmimT. \\&m dc- io) (ic- io- 

1) £KJ&£*5^CWbi^i (lc- 11) &#5£fctfS-C#5„ (lc - 10- 1 
)«>fb^(lc-10)^Lri^*6^1. 5^»fflV^ o M»^tl(lc-10) 
WLTO. 05^M^O. 5^MfflV^ 0 ^^(lc-10)i^LT2^4 

[0148] [M^&l-3-3]^t)(lc-l)-efe^^(lc-13)(7)M^& 
[0149] Mfcl7] 



Hal 




[0150] Hal*3j;^R 4 «tfifBSaiNMa^*«;R 5 tt, j&MW^. /M^^V, C 

1-6 1-6 

^^(i-i2)^k^(ic-i2-i)tt, migB°o^(7)^fflv^^-et, m 

[0151] [X@l-21] 

#X©i2, ^^(l-12)^>fk^(lc-12-l)^M^*T>fb^(l-13) 

^(l-12)^b^(lc-12-l)^^$*5^^<t9>fb^(l-13)Sr# 
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zzttf-etZo {^ti (ic- 12- 1) kmlx, r^s^i. 5^ 

[0152] [3K5t^l-3-4]>f^^(lc-l)T*fc5>fb^(lc-16)<D$i5t^ 
[0153] Mbl8] 



[0154] [5^, r\ r^OTr 4 ^ mmfemtmnm&MMIrZo ] 

^^(lc-14),>fk^(lc-15)*3j;rHk^(lc-14-l)tt, miRfpS:^ 

[0155] [X@l-22] 

^^(lc-14)fc«VWk^(lc-15)Wk^(lc-14-l)i:Sr 

II#ftT, ^^(lc-14)fcSV^^(lc-15)^>fb^(lc-14-l)^ 
SrM^*5^^«t9>fb^ (lc - 16) £#5£fctfS-C#5„ f* 
^^(lc-14)fe^V>«{^t/(lc-15)^LT, 1^AK>1. 5^SfflV^ G 
^«:,>fb^(lc-14)fc5VWk^(lc-15) ^Lt,2^ti^5^1ffl 
V^ 0 SJ&MgiS, ^fe^M^US"?^ HJSNF^«5^^24^^-Cfc5„ 




(10-15) 
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[0156] um^m - 3 - 5m&Qo dc - d -ehzitt 
[oi57] mm 



r 7)(ic-i9)(Dm^m 




[0158] [^tfj, r\ R 3 *3J:tm 4 t4, mflESai:^IEa^E*«o ] 

^^(lc-17),^^(lc-21),^^(lc-17-l)^^(lc-17-2) 

, *3J;rHk^(ic-24-i)tt, miSB°B^©^fflv^^T#, miRfid^ 

[0159] [XSl-23] 

#Xgf3, ( lc - 1 7) ( 1 c - 1 7 - 1 ) t%EiJ&£&xik&m ( lc - 1 

- 1) b%W&£tt^b\^Ott&tto (lc- 18) &#5£fctf5-e#5„ (lc - 17 

-l)f*ffc^(lc-17) ^LTl^S^2^»ffiV^ 0 &£i*ffra^(lc-17) 

[0160] [X@l-24] 

^X@«, ^^(lc-18)Sr^#$-frT>fb^(lc-19)Sr#5X©-Cfc5 0 m 
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[0161] [X@l-25] 

lc-17)^k^(lc-17-2)^^$*5^^J;t)>fk^(lc-20)Sr#5r: 
t^T?#5„ ^t)(lc-17-2)f^^(lc-17) ^LT, l^AK>2^4ffl 

^Mttjt-efc 1 ^ SiSB#^«3o^^240#^-efe^o 

[0162] [X@l-25]©SlJife-l 

;£X@te, >ffrg^ (lc- 17-2) (Dft&O K (#/V<h3r>^lx» hV7*~/Hfc* 

xh%o m*.t£, ^y^fy, m^>#<d^^ ik&mdc-iDHJj/^b^y* 
^^y)hy^^/^^^^Hi^^5ri^j;«9>fb^t)(lc-20)?r#Sri^-e 
#5o (^/^h^V^lx>)hy7^/^^7>fi{b^(lc-17)ic:^LT, 1 

[0163] [X@l-26] 

WtlT%^tK£V)ik&m(lc-18)%n%xnxh% 0 m«\ T±h~hV/K T±b 

m^mmy, M*.t£, mmi-bv^^cDmmx^mir^tKx^^mac-i 

8)&#5£fctfS-e#5 0 T-^K>f^Jtt^^(lc-20)^LT, l^fi^2^fiffl 
V^ 0 «T^^^iry^(IV)«T^K^J^LT, 1. 5^AK>2^4ffl^ 
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[0164] [X@l-27] 

^X@«, (lc-21) ©^hn»M7C«^^^J: W\&m (lc- 22) 

[0165] [XMl-27](DWl& 

*nmx ik&m(ic-2i)<D~hvm*M5tir%^tK£m&m(ic-22)zn 
mm<Dmm&tET, it^muc-2i) ^m^^t^mt^m (ic-22) sr 

#5^tfS-C#5„ 5l7£^J«^t)(lc-21)^LT2^S^^5^S^fflV^ 0 S 
J^MStt»^it^fe^,^B#^»30^^24l3#^-efe^o 
[0166] [X^il-28] 

^xmx^m(ic-22)<DT^/m^ryltir^tiz.xm\:^(ic-23) 
fl£fl#£T, (lc- 22) *i?T>?ik1r%z.tK£.Wk&m (ic-23) 

35S-C#5„ ^Ty^J^b^(lc-22)^LT, 1^*5^1. 5^»fflV^ 0 s 
[0167] [X@l-29] 

mmk&fo(ic-23)Kttix, imm*tb3n$mx*hZo Rfonmt, o°c^5°c 
xm, ^mmmo^h2mmxh^ 0 

[0168] [X@l-30] 

^X@«, 4k&®(lc-24)b4k&®(lc-24-l)b%&}&£&Xik&!®(lc-2 
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[0169] [X@l-31] 

^1^(lc-19)£#5r^~et<5 0 g|J*f[^(lc-25) »LT, 1^AK> 

[0170] [^^&2-l]^t)(la) \Z.&VZ>\?!)i?^m-t<Dm&m<D£&-l 
[0171] Mfc20] 
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[0172] Hal, R\ R^tfXkt, MfB^^NlC^S:iC*« ;R N1 «, C 

1-6 

2-6 2-6 3-8 3-8 

1-6 1-6 

5 ;R a «, C T/vfr~;vm*nm-% ;R bl *3«ttm b2 tt, ^ftmi^&fci SMfco 

2-6 

Sr^-T5;R C \ R c \ R^itfR 04 }*, ^^IH-^fcfW^oT, ^Hh\ C 

i- 

T/V^c/vm, C TW^/V^C T/V^/l^C ^n7/Wr;H,C TU 

6 2-6 2-6 3-8 6-10 

^^(2-1-1), fl^(2-l-2h fl^(2-l-3h ^^(2-1 
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-4), ^^(2-l-5)*5«trHk^(2-l-6)^ miSp°p^»^fflV^ 
[0173] [XM2-1] 

*x@«, it&m (2-D (2-i-D tzm^xik&m (2-2) 

e>60^^-Cfc>9, £LfoUmZ50°Cfrb200°CXh% o ft*3, $JxJ^ N, N' -*MV 
•fn\i 0 ;V^;VT^y, hV^/^T^ tfyvV, 1, 8-i?T^\?*s?n[5, 4, 0]>7 

Sr, ^ti(2-i)^>?fL-C2^M^^iiiiJS^Px.TtJ:v\ 
[0174] [X©2-2] 

*nmx it&m (2-D (2-1-2) t^m^xit^m (2-3) 

5X@-C&5„ i\&m (2-1) (2-1-2) i:^tii#ftT, m^^t 

K£.v)ik&m(2-3)%m%z.ttfx%Z) 0 mmthxn, ^by^-Mbvy^/^^y 

r-y) '<tWJ» (0) , (byy^/vftxy^y) /<yW& (n) ^tetizftir 

z^tftx^Zo mmthxfe, h/Kr^ 1, 4-i?tty-y^ ^yuy^ztizm-tzz. 

ttfX%% 0 ft^i(2-l-2)liM(2-l)^fLt2^iH3^iffiV^ 0 tt 
»{b^(2-l)^LT0. 05^*^0. 3^»fflV^ 0 S^SttlOO°C^ 
140°C-Cfe(9 , £t « 1 ^^36^24NF^-Cfe5o 
[0175] [X©2-3] 

^X@«, ft&m (2-1) bfc&m (2-1-3) fc&^SiirOffra^ (2 - 3) 
5Xm-Cfc5 0 (2-1) M^ft (2-1-3) ^MMh£T, £j£;^5^ 

^«tt)>fb^(2-3)Sr#5^^-C#5„ «£LTtt, m«\ ^pp(1, 1' -If 
^ (v?7x^/v^7^7) y°u/*y) ^yf/v (n) ,^nn(i, l ' - tr ^ (^isM 
7^7 4 A y^n±y) ^ytr/v (n) , Tby*c* {b^)y^;v^y^y) (o) # 

%@.mirZ>z.ttfX%5 0 MMtLXfe, Mx-tt, "rbytYvyyy, l, 

m^m-r^t^x^o ^^(2-1-3) ^^(2-d^l-c3^*^ 



WO 2006/106711 



44 



PCT/JP2006/306422 



[0176] [XM2-4] 

*x@«, it&m (2-D h\k&m (2-1-4) tzm^xit&m (2 - 3) 
£&%zkK&wk&m(2-3)%m%z.ttfx%% 0 mmtLxix mz.&, mm^y 

WJ» (II) , y-Yy^ (MJ7x^/^7^y) /<yW& (0) , i/yuu\fy, (b ] J7^ 

jv^y^y) /^^^a (id %fciwx (^y^y^vr-fehy) vv-^v^ (o) m 
%m^t&x~%z> 0 &.wimmMz>tzJb, y^iE^x(mte\ bvy^^^y 

>f>\ hy-tert-^/V^7>r>#)^ \Y&m{2-\) i^LTO. 25^*5^1. 

75/{^y)A, ^m^v^a, y^gfcfry^ ^mti-bvy^ xmi^y 

Ynyyy, 1, /K ^/-/K W^y, Tk^&tizftirZZb 

AigSriq^T^^^-CtSo M^^b^(2-1) t^LTO. 05^*^0. 3^ 

afflv^o ^«^t/(2-i) KttLX2%m*tbmmmm^o fcrnumzmu. 
^hmmnmx%^,Rmmmmo^h24mmxh^ 0 

[0177] [X@2-5] 

;£X@«, ft&m (2-1) (2-1-5) k*W&&*kXft&tfo (2-4) 

5X@-Cfc5„ ^^(2-l)Hb^(2-l-5)i^«*5J:«»^T, Kfo 

ts&%^bfc£Wk&m(2-4)%m%z.btfx*%% 0 mmthxi^ m%.&. mm^y 

jv^y^y) s^yi/y-J* (II) ttdfrbD* (^^v^VTir]^) vV^v^ (0) # 
Srffiv^r^3iS-C#«o MMkb\sx\%^ $JxJf , MJa^vKT^ n, n' -s^y^m? 

Yuyyy, Tirb^MJ/V, 1, 4-v^^f-^ N, N-v^/MJvVAT^K N-^ 
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zf^;vris*~VJ*y;viry\t*ffimsTkZx \ ik&m (2-1-5) mt^-m (2-1 

mu^hi5ox:xm,Ef^mmmo^h24mmxh^o 

[0178] [XM2-6] 

*X@«, (2-4) <7)Hm^?rrm^^jg5nLT>fb^ (2-5) £#5 

3,-€^y^^M^fflv^^icj:!9, ^^(2-5)=Sr#5r^ST-#5 0 0 

•gL^mmtmm^si'X-hZo &&%w%&&s>itib, \t^m{2-4) manvco. 
v^m^v^m<D*;vis%mMLxh£\\ mmmt^(2-4) \znhxmmm 

JS^JEEttl^JEEd^e>4^JEE-Cfc5„ 
[0179] [XS2-7] 

^X@«, ^^(2-5)Sr«5cLT>fk^(2-6)S^5Xm-Cfc5„ $JxJf , x 

mmm\^tK^^t^(2-6)^m^t^x^Ammt^m(2-^ k 
tthxmmm^mmmm^o &fonmtmnxh<9, Rfommmftfr^m 

[0180] [X@2-8] 

^X@«, ik&m(2-4)&MKLXik&m(2-6)%n%JMXh% 0 [X@2-7 

]tmm(D^mxih^(2-6)^mm-r^t^x^ 0 

[0181] [X@2-9] 

^x@«, ft&m (2-1) tik&m (2-1-6) i&m&^xtt&m (2-7) 

5X@-Cfc5„ ^^(2-i)^^(2-i-6)^M^*5J:«»^T, Kfo 
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i?$J» (n) , "rYy^y (hV7^/VftX7jy) /^7^^ (0) , i/yuu\fy (bV7^ 
jv^yy^y) ^yW& (n) itftxzwx {^y-JWyr^y) v^yW& (o) m 

SrfflV^^35S-C#5 0 ^irLTte, hy^/KT^ N, N' -^Myy°n\f 

;V^;VT^&tX£K, N' -Vi/9v^i/;v^;VT^y^*m\^k&~?%Z> 

^ ]>/Kr^ 3rW>, N, N-^f/V*/W^\ N-^fyH^y 

Sr, ^^(2-i)^Lro. 25^*^1. 5^S^PLTt>J:v\ ft&m{2-i 
-6) «^t> (2-1) ^*fLTl ^ *&>?>4^ fiffll n5 0 «jfttt>fk^ (2-1) 
LTO. 05^M^0. 3^Mffll^ 0 ^Stt^^l(2-l)^LT2^S^5^ 

[0182] [X©2-10] 

jfcXMfo. ^^(2-7)Sr«5cLT>fk^(2-8)S^5X@-Cfc5„ [X@2-7 

[0183] [M^fe2-2]{b^(la) (^l^t°y^#±©MS©M-2 
[0184] Mb21] 



o 




[0185] Hal, r\ r\ :*3«fctfXfci\ t&fE£a£Nlc^£It9fe*r5 ;R d *3j;t*R e i3\ ^ 

1-6 

[X@2-H] 

^X@«, ft&m (2-1) (2-2- 1) kZBLl&tsit^ \Y&m (2-9) 
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ii) titcfebv* (i^-<y^Vy"yr±hy) vv^v^ (o) #£fflv ^^ir^-et§ 0 & 

2-2-1) fcfrffrg^&J (2-1) l^LTl ^ fe^lO^fiffll ^ G (2-1 
M^PfLTO. OOl^fe^O. 2^mm^ 0 VlsmL+mk&to (2-1) KMLXO. 

ooi^fi^o. 4^*fflv^ 0 HJS^fS^a^m&-c&^ SJ&u^teio 
[0186] m^m2-3Mt^m(i a ) \z.&ftz>\?!)i?ism-t<Dm&m<D&&-3 

[0187] [>ffc22] 




(2-11) 



[0188] Hal, r\ r\ *3j;tfXf3, tfffB^a^N^^^*«o ) 

[XS2-12] 

*X@«, ft&m (2-1) Mbl^3 (2-3-1) i^S^^, (2-10) 
-3-l)^"7 l 3-/W2i?9^SrSJiS^ o^Ti»&tfMMn£T\ fl^(2 
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) /n9v^ (0) , ^nnt^ (hV7^^*74» ^7^^ (II) tifcfebVX (v^ 

ywfyr±hy) (o) m%m^t&x%% 0 it&m (2-3-1) mt 

® (2-3-1) KMhxi m mm^5z.t&x-%z> 0 mmmt&m (2-1) kmlx2^ 
m^mmm^t^x^ mmmt^m(2-DKMhxo. os^s^r^ 
mm^t&xzzo Rfonmmx:frhmm^xhv), E^mmmm^h2 
mmxhz> 0 

[0189] [X@2-13] 

;£X@«, fc&®(2-10)frbi\:&®(2-ll)%nZJM'?hZ> o m«\ Tirh 

/vKymmvm&m^T, it&m (2- 10) srsjs$*«t, o&m (2-11) £#3 

r^^M&s-efef9,Si^B#^tt5^^24i3#^-efe^o 
[0190] [^^2-4]^^da) K&tf%K°ryym-t<Dmmm<D&m-4 

[0191] Mfc23] 

o 

(2-1) < 2 " 12 > 

N NH 2 ^^r 3 

(2-1) " < 2 " 13 ) 

[0192] Hal, R\ r\ R 4 *3i^X«, ff|fE£li^Ib§t£Ic5£1-3 0 ) 

[X@2-14] 

*TMte, ik&m (2-1) tik&m (lb- 1 - 1) fc&£j£<^ (2- 12) £ 
#5X@-Cfc5„ [$^^1-2-1] (2-12) Sr»i5t«- 
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[0193] [X@2-15] 

^nmx K&m (2-D hft&mi\\>-\ - 3) h*m&^ K&m (2- 13) & 

#5X@-Cfc5„ [S^ffel -2-3]i:^l#(D^T^^ (2-13) Sr»i5t«- 

[0194] [3K5t^2-5]>fk^(Ia) K^5^XP2gt±<DM&g<D£&-l 
[0195] Wb24] 




[0196] [^tfj, Hal, R\ R\ R b \ R b \ R c \ R c \ R c \ R ci &£XFR N \ R m ^XX^XU, ffjfES 
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6-10 

^^(2-1-2), ^^(2-1-3), ^^1(2-1-4), ft&m{2-l 
-5),>fb^(2-l-6),>fb^(2-l-l)*5j;Wb^(2-5-l)^ mi^n 

[0197] [X@2-16] 

*X@«, (2-14) (2-1-2) fc*rKJS££T>ffra^ (2- 15) Sr 

#5X@-Cfc5 0 [X@2-2]^^l#(7)^&-e^^ (2-15) SrSBg-rs^as-et 

[0198] [X©2-17] 

*X@«, (2-14) fcte^ (2-1-3) fc«rKJS££T>ffra^ (2 - 15) Sr 
#5igtfc5o [x@2-3]^^i#(7)^-e^^(2-i5)^3ti-^ri^-et 

[0199] [X©2-18] 

*nit \Y&m (2-14) btt&m (2-1-4) i&w&ttxft&m (2- 15) & 

#5Itt*5 0 [x@2-4]^^^fe^b^ti(2-i5)^^1-§ri^t 

So 

[0200] [X@2-19] 

^X@«, (2-14) (2-1-5) fc&KJS&£T>ffra^ (2-16) £ 

#^Igtfe§ 0 [X@2-5]^#<z^feT^l^i (2-16) Sr$im-5^t3iS-c# 

[0201] [X@2-20] 

jfJMtt., ft&m (2-16) (DHm^^Xm^^M^LT^^ (2- 17) & 
#5X©-Cfc5„ [X@2-6]^N»^&^^ (2-17) 

So 

[0202] [X@2-21] 

^X@«, ^^(2-17)Sr3S^nLT{k^(2-18)Sr#5X©-Cfc5„ [X@2 
- 7]^IH#(D^^>fb^ (2-18) ^^«r^^-et5o 
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[0203] [X@2-22] 

#X@fij\ ^^(2-16)Sr3g5cLT>fk^(2-18)Sr#5X©'Cfe5 0 [X@2 

-8]^m#(D^r^^(2-i8)^^i-^i:^-et§ 0 

[0204] [X@2-23] 

*X@«, (2-14) kft&m (2-1-6) fcSrSJS$*T>fk^ (2- 19) £ 

#5x©-cfc5„ [xm-9]tmm(D^mx^m (2-19) ^Km-s^as-et 

So 

[0205] [X@2-24] 

;£X@», ^^(2-19)Sr3l5cLT^^(2-20)S:#5X@-efc5„ [X@2 
- 10]^#©#feTMfra^ (2-20) t^T*#5 0 
[0206] [X@2-25] 

*nmx it&m (2-14) (2-1-1) t^m^xit^m (2-21) & 

$lxJ^ hy^^y^y^VT-fehy)^^^^), ^nn(l, l'-\?M 
i?7^/V*X7j/)7^v±y)/<7i?VMll), S^Sfe^9^A (n) ^©ftbjft, 
«\ 2, 2-^(^7^/^^^/) -1, i'-t^7^/^<Z)yyiafi^j:t>\ 

1-1) ^£^£^^^^1^3 (2-21) ^#§^^^-#5 0 (2 - 1 - 

1) f*f fra^fc (2-14) ^xtLT 1 ^ ^ Mffl V ^ 0 ftfe&f*f (2 - 14) KM 

LTO. 05^*^0. 3^fifflV^ 0 ^^^(2-14)i^LTl. 5^H^b 

[0207] [X@2-26] 

^X@«, ft&m (2-14) (2-5-1) fcSrKJS$*T>fk^ (2-22) & 

),3«(i)f©i»j:^ ^gfcfry^ ^^-fe^iN, yvgfc&y^A 
, try ^m^mm^r. it&m (2-14) (2-5-1) t&Kfo^^t 
K£o\t&m (2-22) ^#^r^^-e#§ o (2-5-1) mt-frm (2-14) m 
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°c^hmm^&x%'o^^mmmm^h48mmxh^o 
[0208] m^m2-6Mt^m(i a ) K&m^vi2m-t<Dmmm<D&m-2 

[0209] [>ffc25] 




[0210] [^tfJ, r\ r\ R\ HaUo«fctfX}3, ffjfB£||^I:ii£f:*1-5o R wl ^ 

3-8 

6-10 1-6 

>fb^(2-6-l),>fk^(2-6-2),>fk^(2-6-3)*3j;Wb^(lc-l 

[0211] [X@2-27] 

^X@«, \Y&m (2-23) bfc&m (2-6-1) fcSrSJiS$*T>fk^ (2- 24) Sr 
#5X@-Cfc5„ ffrS^ (2-23) (2-6-1) ^«&i«Mq£T, 
S^$^^i:^J: ( 9^^(2-24)^#^^i:^-et^o M^LTte, m«\ 
^(ii)#o^^fflv^r^^-et§ o ^i^Ltii, m«\ hy^/vr^ 
N, N' -^MVzfn\i a ;v^;vr^ym^m^bifiX^ 0 mWktVX\L m«\ 
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*^y—*S—Zf7AA*WMJXh&\\ itfrm (2-6-1) mtO. l^fi^O. 3^ 

frh5o°cxm, Rj&mm*2mm*b5 u mxh% 0 

[0212] [X@2-28] 

*JMte, it&m (2-23) i:^^ (2-6-2) t*5iJ&^Xik&® (2-25)% 

(DMmftttT, ik&® (2-23) (2-6-2) ^HJ^i^WU;^^ 

[0213] smtL-as, ytMfcj&*m^ms&z>o m*.t£. ^pp^, xhytpw 

* ^ (2-23), (2-6-3), W 7s=^7 ^ *3 £ Xfi 

■& J £Z>Z.bK£0tt&® (2-25) £#5^£:^~et5 0 ft&® (2-6-3) |*fb^ (2 
-23)fc**LTl^*K>l. 5^*fflV>5„ hyy^/V^7>T>«^^(2-23) 

u\i°;VT9i/$J;V7$^y^—mik&m{2-23) fc#LTl^A&>£>l. 5^SfflV^ 

o MJ^iag«^ia^^M^?as-cfc9, £Lfommte5ftfrb24mmxh% 0 

[0214] [X@2-29] 

^X@«, (2-23) ti^mUc-12-1) b&BJ&Z&Xfc&m (2-26) 

r#si§tfe5 0 ii:m-2i]tmm(D^mx^m(2-26)%m^ir^tmx 

[0215] [3K5t^2-7]>fb^(la) fc&ttS^T^mitfJM^©^*^ 
[0216] [>fb26] 
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[0217] r\ uau r\ r\ &£Tjmz, mm^mtmrnm^Mm-^o ] 

[X@2-30] 

^X@«, ft&m (2-14) ^1^3 (2 - 2 - 1 ) ^SJ££ii\ ft&m (2 - 27) £ 
#5X@T-fc5 0 [X@2-ll]i^©^-C^^(2-27)^^«ri:^-et 

Wb^ft (2-2-D ©«Bt*«fe) 

[0218] [>fk27] 



HO ^Sn< 
(2-2-3) 

[XH2-2-2] 

HSn(R d ) 3 
(2-2-2) 



[X&2-2-3] 



L "Sn(R°) 3 
(2-2^) 



R e CT Hal 
(2-2-5) 

[Xg2-2-1] 



R e OH 
(2-2-6) 



[XS2-2-4] 



- R e O^"Sn(R d ) 3 
(2-2-1) 



[0219] [^tfJ, L, R d *3j:t;R e «tf|fB^aiNMa^M««o ] 

[0220] [X@2-2-l] 

^X@«, 4k&m(2-2-2)kfc&m(2-2-5)t%£i}fctsi£, fc&®(2-2- 

^ntVVT^K^O?^^^ ZJOit&m (2-2-2) <%k^jKX£3 1 tStt, ol v-Cft 
&®(2-2-5) ^JB££*3r^«^1^ (2-2-1) Sr#5r i:^-Ct5o ^ 
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m (2-2-5) bLXfe, MxJ^ ^nn^f^xf/Vx-r/V, ^pq^fMy^ 
^ fiffl V ^ 0 (2-2-5) f*f |^$> (2-2-2) fc*j"LT 1 ^ fi^ 2 ^ fiffl V ^ 

[0221] [X@2-2-2] 

^x@«, ik^m (2-2-2) t*/^T/^t}?mffifo£%Eij&^ i\&m{2- 
^y^ntwr^K^oii^^ mk&m (2-2-2) ©^jjjCi^ I , ^ 

/•^/M^TVV-r -tKir^^^Sri:^ XJOit^m (2-2-3) £#5r£r^~et5 0 
3&&&}*ffra*$J (2-2-2) I^Ul^ft5^2^1lv^ 0 *M7;iTtK^JS 
mt\Y&m(2-2-2) ^Ul^fti^2^iffll^ 0 H^Stt-78°C^M 
^fc<9 , HJWfS ft 1 B#^/6^24B#^-efe^o 
[0222] [X©2-2-3] 

JfTLWit, it&m (2 - 2 - 3) O^S«ilS^mL-C^tl (2 - 2 -4) £ 

[0223] L# M^^^/V:t=>r>S3;fc ftp - h/V^^/V/^/Kt^^©^, 0! [| 

&m (2-2-3) ^it^^^/V^/^nyK^cttp-h/^^/^^/^nyK 
#^/^^/N^K^i^$^^i^J: | 9^^(2-2-4)^#5ri:^-et^ 

0 ^mm.mm^m(2-2-3)\z.n^xv^m^bmmm\^o w*ym^7j 

KliM(2-2-3) ^LTl^*5^2^ifflV>5„ SJ^Sittt0 o C^M» 
[0224] L^^^JK^^^g^^Jir^o^^ fljfctf, ^nn^yf©«^^ hy 7al 

^/v^^^#^t, ^^(2-2-3) fc, m«\ m^imm, n--?***? 

^ (2-2-4) Sr#5^5-C#5 0 hy^^/V^^^«^tl(2-2-3) 
LT1 ^ fi^2^ iffl V ^ 0 fc#Jf*f (2-2-3) ^*fLT 1 ^ fi^ 
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[0225] [X©2-2-4] 

*JMfe, it&m (2-2-4) hft&m (2-2-6) t^^tft^ (2-2- 

m^hy^#(Dii^fflV^^(2-2-6)(D*^ig^5lt^t,^^( 

2-2-4) tm^^t\z.m^m{2-2-i)^%^t^x^ 0 it&m(2- 

2-6) «{f^t) (2-2-4) KttLX 1 ^ 1 0 ^ fiffl V ^ G &&f*f frfr^ (2-2 
-4) WLTl^*^^10^MfflV^„ HJSSittt0 o C^^M»it-efe(9, Sj£ 

[0226] [H»!J] 

[0227] iMWffli] 2, 6-^;-N-(6-^/^>-^yy , 77^-2-^f 

^f!ll-2-4ic:|E^(DC- (6-^>v ? /V^V-^>i/79>-2-^/V) -p* 
^VVT^(300mg, 1. lSmmoDfD^^/^/V^f-^KdOmL)^^, 
^^[11-1-4^16^2, 6-^T^~=^^(181mgh l-tKn^v-O- 
y>yryWv(319mg, 2. 36mmolh hy^/VT^(329 ^ L, 2. 36mmol), 1 
-^/V-a-O-v'^/VT^^ntV^^/^V^K ra^(452mg, 2. 36 

mmoD^px., mux26mrmwL-tc 0 E^mmKmnx^MK., mm^^ 

, zmhtco ^(D^mmmrmmu nm^y^^f^y^^wyyy-m 
m^Mxmmu mmfc&m(277m g , 60%)%&&mfakvxmco 

1 H— NMR Spectrum (DMSO-d ) d (ppm):4.47(2H,d,J=5.5Hz) ) 5.13(2H,s), 5.67( 

6 

lH,d,J=8.6Hz), 6.11(2H,brs), 6.59(lH,s), 6.91(lH,dd,J=2.2Hz,8.4Hz), 6.97(2H,b 
rs), 7.23(lH,d,J=2.0Hz), 7.32(lH,t,J=7.3Hz), 7.39(2H,t,J=7.3Hz), 7.43(lH,d,J=8 
.4Hz), 7.46(2H,d,J=7.3Hz), 7.68(lH,d,J=8.6Hz), 8.34(lH,t,J=5.5Hz). 

6-i?T*/-^^y?Tisym&,T<Vjjmx&)&Lfc 0 
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[0228] [$^$11-1-1] 2-{2-i/TJ^/V)3, Z-i/T^JZfu^J^yVT-yyY ^ 

( l - ^h*i/^J*4^4M 1 - T-fe^y^TVy K ^/V^x/V^^ (50 
g, 0. 26mol) ^T^^T -^y—/V^(300mL;^^T, T^^T^^ 

3, 3-i?T^/-T?VVy?T*yyV ^;V^"r;VMBM{AO^, 0. 24mol, 92 
%)£@#:i:LT#*: 0 

[0229] %hfltz.3, 3-VT^;-TW)y?T*yyY ^;V^.^r;VMBM{2. 2g,13. 2 
mmol)£^h7tKn:7^(40mLHdMU hy^^T^(2mL,14. 3mmol) 
*5it^T^yn^hy/V(l. 2mL,19. 3mmol)^Px., 6U#r^Pfi^L^ 0 SJ£H 

. 3mmol,25%)£#fc 0 

'H-NMR Spectrum(CDCl)5(ppm):1.26(3H,t,J=7.2Hz), 2.42-2.49(2H,m), 2.50 
-2.57(2H,m), 4.12(2H,q,J=7.2Hz), 4.22(2H,brs), 6.45(2H,brs). 
[0230] m&U-l-2] 2, 6-i?T^/-4, ^/V^ 

m&\i-i-uz.mm<7)2- (2-z/t/^/p)3, 3-v ? t^7°p^/^^tv' 

^/V«x/V(0. 55g,3mmol)(Z)xh9tKn77^(7mL)^SrxK^^b 
y>^^(208mg,5. 2mmol,60% in oil)(7)xh9tKn7y^(7mL)«^^MT 
U »M^T, 19^20#»Wc o BC^HT^ S^^7X*t-at\ 

. 188g,lmmol,34%)^af*iLr#^:o 

J H-NMR Spectrum(CDCl ) 5 (ppm):1.27(3H,t,J=7.2Hz) ) 2.28-2.34(2H,m), 2.46 
-2.52(2H,m), 4.14(2H,q,J=7.2Hz). 
[0231] DK5t^Jl-l-3] 2, Q-i/T^J-^3-^y?T*yyY ^jf-jvs^fjv 

Mlt$\l-l-2Kt?ML(D2, 6-^^7-4, S-^tKn^^-^T^K ^ 
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fvvcn;*7vv(4. 5g, 24. 6mmol)(Dxh7tKn79^(300mL)^^2 ) 
pp-5, 6-^Ty-l, 4-^^y>-(5. 6g,24. 7mmol)SrJnxL, ^i&-C40 

V\ ^MLT^fB^tlO. lg,17. lmmol.69. 5%)£#fco 

J H-NMR Spectrum (CDC1 ) 8 (ppm):1.35(3H,tJ=7.2Hz), 4.27(2H,qJ=7.2Hz), 4. 

3 

60(2H,brs), 5.82(lH,d,J=8.4Hz), 7.90(lH,dJ=8.4Hz). 
[0232] m^Ml-1-4] 2, 

^5a^Jl-l-3^|B^2, ^/K^tvV ( 

2g, 1 lmmol) ;V ( 1 5mL) ^$?U lN^mit^h^^W^ ( 1 5mL) 

it®. , nmLrmmk&m ( 1 . 72 g( 1 1 mmoi, 

1 H — NMR Spectrum (DMSO-d g ) S (ppm):5.70(lH,d,J=8.4Hz), 6.31(2H,brs), 6.58 
- 7. 12(lH,brs), 7.62(lH,d,J=8.4Hz). 
tij|§t/ltc- {Q-^-y-y;vir^y-^<y^yyy-2-^;v) -^;vr^y\%U 

[0233] [Mia^l-2-1] <6-^y^M*V-^yV*7Ty-2-?l>VTf^yyy? Ti/y 

4-^^v ? /^^-2-tKn^i/-<^XT/VxtK(18. 6g, 81. 4mmol)(Z)N ) 
N-v ? ^/^^/^^T^K(200mL)^^^ SStif/V :/P^Ti?7^ M9. 94 
mL, 89. 6mmol) ^^#y?i»(22. 6g, 163mmol)^Px., 125°C-C3B#PbW# 

m&xmw&, mTkmm^^y^xMmu ^mmj±rmmhtc 0 m 

W&NYLi/yjJ>f;Vj]y&?mWyyj- (^y°^y : @»^VV= 7 : 3) "Cft^U 
=^IE>fb^(18. 4g, 76%)&a&@{teLT#fc„ 

'H-NMR Spectrum (DMSO-d ) 5 (ppm): 1.33(3H,t,J=7.1Hz) ) 4.34(2H,qJ=7.1Hz), 

6 

5.19(2H,s), 7.07(lH,dd,J=2.2Hz,8.6Hz), 7.35(lH,t,J=7.1Hz) ) 7.37-7.43(3H,m), 
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7.49(2H,d,J=7.0Hz), 7.67-7.69(2H,m). 

[0234] [M^n-2-2] {&-^l/i?;Vtti/-^^/7Ts-2-4A')-*#/~;V 

1-2-1 KBM<D 6 - szyitAstti/ - ^s^/yTs -2- %iv$&*/yy 
9 7*/yY x.Xt;V{1%. 4g x 62. lmmol)(Z)xh9tKn79^(370mL) 

mwK, 0°CX^MikT;V^VW^Ml. 07g, 186mmol)^Px., giTC4l$ 
mmWhfCo Rj&m&KOW7k(7. 07mLh 5N*Sfe^hy^*^(7. 07m 
Lh *(21. 2mL)^P^Co ^^-fe^r-^i®^ 6?feMJ±Til$iL/c 0 BIS 

lt&m(14. 2g, 90%)£fife@#:£:LT#fc o 

'H-NMR Spectrum (DMSO-d ) 5 (ppm):4.51(2H,d,J=5.1Hz), 5.14(2H,s), 5.39( 

6 

lH,t,J=5.3Hz), 6.65(lH,s), 6.92(lH,d,J=8.6Hz), 7.23(lH,s), 7.31-7.48(6H,m). 
[0235] [M^l-2-3] 2- (6-^^/Vt^>-^^/77y-2- Wf^) -^y 

W£M 1-2-2 \Z$ ?M<D (6 - ^> vyl^^ - ^V^yyV - 2 - 1» -^7 
— /V(14. 2g, 55. 8mmol)(Dxh^tKn7^(300mL)^^, 0 < C'C7^/W5 
K(9. 03g, 61. 4mmolh V)V ^~!Vt&V & {VI . 6g, 67mmol) , V^/VTV^ 
^/V^yU-b(29. 2g, 67mmol)^P^, ifit7S|f^I#Lfc 0 

jv^J^n-^W^y^ (r<f9> : S^Sfe^/w= 3 : 1) "OltKU &fBte£^S>J 

[0236] DK5t^Jl-2-4] C-(6-^v ? /V^-^--<^/79^-2-^/V)-^/VT^ 
1/ 

1-2-3 fciEifetf) 2 - (6 - ^sV/i'tti' - ^y^/yyy - 2 - -iivyf-jv 

)-4y4y} ? — /V-l, 3-^(5. 60g, 14. 6mmol)(Z)^y— /V(50mL)^x 
b9tKn79^(50mL)?M^IS^, ^&^K9vV^ ^Pt»(7. 08mL, 146m 
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^Mxmmu wm&ma. 83 g , 50%)^mn^m^mthxwc o 

1 H— NMR Spectrum (DMSO-d g ) 8 (ppm):3.76(2H,s), 5.12(2H,s), 6.55(lH,s), 6. 
89(lH,dd,J=2.0Hz,8.4 Hz), 7.18(lH,s), 7.31(lH,t,J=6.8Hz), 7.36-7.46(5H,m). 
[0237] [|life$j2] 2, 6-^T^-N-(6-^b^y-^yV7^-2-^/V^/V)-^ 

WmM2-lKffim<D2, <^S7Ts-2-4 
/V^/V) -^zx^yr^ ( 10 lmg, 339 ii mol) <DTh?K\*v7Ts(2mL)ffi&K 

-^^T^K^hy^i£(l30mg)£#fc o #^^hy^^(4mg, 13 ^ 
mol) ODN, N-^^/V*/W^K(500;iL)|§}g^ §1^0^(2. 85 
mg, 26. 2/z moD^P^ ^MT*2lffl*#Uc: 0 KJSi&afc£:6ifi«L 

^)£fflV^c)^Tf*MU ^IB^t)(2. 6mg, 61%) &W7fr*vmm&bL 

MS m/e (ESI) 327.15(MH + ) 

6— ^T^-N- (6-tKn^V-^>i/79>-2-^/V^/V) - 

[0238] DK5t^j2-l] 2, 6-v J T5/-N-(6-tKn^--<^/y9^-2-^/V^/V 

^ifef!H^WE^2, (6-^v J /^^>--<^yV9^-2-^ 
/M^/V) -^=3^T5K(238mg, 612 ^ mol) (Db ] J7/^vB^(5mL)mwK, 
0°CX^T^y-/V(287 2. 45mmol) ^Px., ^^20#FbW#Uc o Sj£ 

^^o°c-e^^^^by^^^*^px., iftx^-eitijLfc, tmm*& 
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J H-NMR Spectrum (DMSO-d ) 5 (ppm):4.43(2H,d,J=5.7Hz), 5.65(lH,d,J=8.6Hz) 
, 6.08(2H,brs), 6.50(lH,s), 6.67(lH,dd,J=2.4Hz,8.4 Hz), 6.84(lH,s), 6.95(2H,br 
s), 7.29(lH,d,J=8.4Hz), 7.66(lH,d,J=8.6Hz), 8.30(lH,t,J=5.7Hz), 9.45(lH,s). 
[0239] [|life$j3] 2, 6-i/T^/-N-(6--S?V'7n\i 0 j]/*h^y-'<>y77y-2-4 

2-^/V^/V)-^^^>T^K©^hy^^(400mg, 1. 25mmol)(DN ) N-v 5 
^/V/tvKAT^K (8mL) ^^^n^W/^^yK/n-^K (364 » L, 

3. 75mmol)^Px., g?&^20R#^i»Lfco BtJ^fe^^Tk^PX., WWi^ 

MS m/e (ESI) 353.25(MH + ) 

'H-NMR Spectrum (DMSO-d ) S (ppm):0.019(2H,dt,J=4.9Hz,10.1Hz), 0.27(2H 
,dt,J=4.8Hz,12.6Hz), 0.90-0.94(lH,m), 3.52(2H,d,J=7.1Hz), 4.17(2H,d,J=5.5Hz) 
, 5.37(lH,d,J=8.6Hz), 5.81(2H,brs), 6.27(lH,s), 6.53(lH,dd,J=2.4Hz,8.6Hz), 6. 
67(2H,brs), 6.80(lH,s), 7.10(lH,d,J=8.4Hz), 7.38(lH,d,J=8.2Hz), 8.04(lH,t,J=5. 
7Hz). 

[0240] [HifeW] 2-T^-^-{Q-^Z/;vir^y--<^/yTy-2-^;v^;v)- 
m^Mi-2-4{mm(DC- (6-^y^^r^y—<yyyyy-2-4M 

^VVT^(400mg, 1. 58mmol)<Z)N, N-v^/l^/l^T^K(8mL)^^ ^ 
UXm&M4 - 1 - 5 Ktm<D2- T^/ - Q-^^y^V - (3 1 6mg, 

1. 74mmol), hU^/VT^y (660^^4. 74mmolh ^/WJTy^/V-l-^ 
/Vtti/WMV*^7^)^&~V& ^f^/l^utfc^rn— M908mg, 2 
. 05mmol)^Px., ^M^lM^M^Uto BO&l^-^-Cxk^PX., 
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(^7°?> : mit^/>= 1 : 2) XWMU UB^m (454mg, 69%) & S&mfot 
LT#7c 0 

J H-NMR Spectrum (DMSO-d ) 5 (ppm):3.32(3H,s), 4.28(2H,s), 4.52(2H,d,J=5. 
3Hz), 5.11(2H,s), 6.59(lH,d,J=7.9Hz) ) 6.64(lH,s), 6.90(lH,dd, J=2.4Hz,8.6Hz), 
7.13(2H,s), 7.22(lH,d,J=1.8Hz), 7.31(lH,d,J=7.3Hz), 7.37(2H,tJ=7.7Hz), 7.44 
(3H,t,J=8.4Hz), 7.97(lH,d,J=7.9Hz), 8.96(lH,tJ=5.3Hz). 

$\mmm - r^y - 6 ^^mmxr^mx^m^tz^ 

[0241] DK5t^j4-l-lA] 2-T^y-6-^nn-^=3^^^Tv/^K 

2, 6-^uu=3^y*TVyK(0. 38g,2mmol)*3j;r53^fcft(I) (720mg, 
3. 8mmol)^-78°C-e^l : ^^«T^^T(^20rnL)^Px., 25B3%»U( 
$J^(7)^Jt«115 0 C)Lfc 0 $jTO?fij££l25°C^±tf\ ^^^14^^30^PML 

ttms&misU Zm*mmVXmffik&®(0. 25g,l. 45mmol,72%)£@fl£ 

: H-NMR Spectrum (DMSO-d g ) S (ppm):6.63(lH,d,J=8.0Hz), 7.55(2H,brs), 8.02 
(lH,d,J=8.0Hz). 

[0242] m&U-l-lB] S-Vnxi-^^yVTVyV 

2, 6-i??vvi^^y?Ti/yV(40g(m&90 0 /o), 0. 19molX Ti?I>T^K(80 
g, 1. 4mol\ $m&J})VM78g, 0. 56mol\ *frffc$@(l)(0. 93g, 9. 4mmol)*3j; 
X3^yVly{S0mL)(DU^m\^)M2- (2-^h= 3 r^h= 3 r^)^/V)T^(3. 0 
mL, 9. 4mmol)^Px., 145 C CT^^#L^: 0 ^»-M#3(l)(0. 4 

6g, 4. 6mmol)^Px., 145 c CT*^*#L/t 0 S^m^l05°C^*PL^,xK ( 

^y->^£mffi£h&ft\<\ mmit^ma. 4 g) 8. 3mmoi, 4. 5%)%&&&m 1 
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J H-NMR Spectrum (DMSO-d ) 5 (ppm):6.61(lH,d,J=8.1Hz), 7.53(2H,brs), 8.01 

6 

(1H, d,J=8.1Hz). 

[0243] DK5t^j4-l-2] 2-T^-6-^nn-^fyl x-Xr/V 

^/-/K50mL)i^^TT^«^(25mL)i:^f!|4- 1 - lA(£fci*4- 1 - 1 
B)^|E4fe<D2-T^y-6-^PP-^=i^^(4. 3g, 25mmol)^Px., 70 < C'C5 

^L^@^Sr6ML^IB>fb^(3. 2g, 17mmol, 68%)^|§fe@#:^LT#/c 

'H-NMR Spectrum (CDC13) 8 (ppm):3.88(3H,s), 6.62(lH,d ) J=8.2Hz), 8.05(lH,d 
,J=8.1Hz). 

[0244] m&M4-l-3] Y^^)V-^Y^y^)V-^X 

9 MV^v^jV7Xy^. 4mL, 67mmol),7"h9tKi377Xl50mL)(D^i^^ 
-78°C^n-^/HJ^ r 7A(2. 4M n-^^MW, 25mL N 61mmol)^MT 
U IHmT*30^^*#L^: o IHMT^^bhy^/^X(16mL, 61mmol)^MT 
#,7K^T30^r H m#L^: o ^^-78 o CiU^nn^/V p*fvW a— 5vK 
4. 6mL, 61mmol)^iT^, fc^ia3rC#?aUt, BCJ^Ife* (lOOmL) £ 

Mx., ^^/Kr-x/K300mL)^mwt, ffilJi£f&fp^*T«^ M 
JEET«*Lfeo BS£^ttvy#^>#9^p^h^9:7,f- (^^^/g^^^/v 
= 30/l)^TfSML,^fE^t)(18g, 0. 52mmol, 86%) &m&mft®£LX& 

J H-NMR Spectrum (CDC13) 8 (ppm):0.88-0.93(15H,m), 1.26-1.35(6H,m), 1.47 
-1.55(6H,m), 3.30(3H,s), 3.71(2H,t,J=6.8Hz). 
[0245] DK5t^j4-l-4] 2-T^/-6-^h3r>p^VV-^^/^ ^x/V 

$i5t^j4-l-2^|B^©2-T5y-6-^ni3-=:3^Sfe rn^Ml. 
4g, 7. 6mmol),^f!|4-l-3^|Em^hy^^-^h^^^-^X(3. lg 
, 9. lmmolX xb9 :3 r^(hy7^/V^7^^)/N9v ? ^^(440mg ) 0. 38mmol) 
, N-^/Vt°nyv ; y^(20mL)(D^^^130 o C-e3. 5tf H 1i#Lt SJ^Tfe 
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?y74-(^?y/mm^/i'=2/i)Kxmmummk&M(o. 93 g) 4. 7m 

mol, 63%)%$m&1bVtVabVXm£o 

J H-NMR Spectrum (CDC13) 5 (ppm):3.47(3H,s), 3.88(3H,s), 4.41(2H,s), 6.74(1 
H,d,J=7.9Hz), 8.14(lH,d,J=7.9Hz). 
[0246] D^5t^j4-l-5] 2-7^-6-^Wf^-s3fyfil 

7VK2. 9g, 15mmol), 7"h9tpW7>(30mL),^7— /V(7. 5mLh?k(7. 5 

mL)<DM^^*^y^^l*fP^(l. 2g, 29mmol)^P^, 

#L^ 0 SJSSSc^Sfed. 7mL, 29mmol)^Px.^j±T^«L^ 0 ^©BIS 

^fr,mmTmmumm%7kxfcfrummik&m(2. i g , i2mmoi, so%)^ 

'H-NMR Spectrum (DMSO-d g ) 5 (ppm):3.32(3H,s), 4.29(2H,s), 6.61(lH,dJ=7. 
9Hz), 7.16(2H,brs), 8.02(lH,d,J=7.9Hz). 

[0247] [HJ6^j5] N-(6-rv^^y-^<yyyyy-2-4^^)2-T^/-6-^ 

Mitf!j5-l^fE^2-T57-N-(6-tKn^V-^>^9>-2--r/V^ 
/V)-6-^h^V^/V-^^>T^K(331mg, 1. 01mmoD©"7 l h9tKn79^( 
7mL)^^ ^MT*5N*^^hy^*^(202/zL, 1. Olmmol) ^Px.fc 

o Rj&mm%UBTmmu 2-t^/-n- (6-tKn^->-^<^/79^-2->r 

tL^MJ^^(30mg, 86/zmol)<DN, N-^fM/^7^K(lmL)IS^, 
mnXTV /V7*v^y\? (29. 7»U 344/zmol)£r;&q;i, mUX23mmW:WLtc 0 

Kf^mmK^ux^Mx., mm^^xmmvt^ tis^&^iPti* 
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*J(fE^1^»(17mg, 54%)*r6£@ft£LT#fc, 
MS m/e (ESI) 368.28(MH + ) 

J H-NMR Spectrum (DMSO-d ) 5 (ppm):3.40(3H,s), 4.30(2H,s), 4.55(2H,d,J=5. 

6 

5Hz), 4.59(2H,d ) J=5.3Hz), 5.26(lH,d,J=10.4Hz), 5.41(lH,dd,J=1.7Hz,17.2Hz), 6 
.00-6.11(lH,m), 6.62(lH,dJ=7.7Hz), 6.66(lH,s), 6.87(lH,dd,J=2.2Hz,8.4Hz), 
7.16(2H,s), 7.17(lH,s), 7.44(lH,d,J=8.4Hz), 8.00(lH,d,J=7.9 Hz), 8.99(lH,t,J=5 
.5Hz). 

mm^lM2-T^y-N- {Q-MYn^y-^l/y*7Ty-2-s(;V^;V) 

[0248] [«r$|5-l] 2-T5/-N- (Q-MY^^y-^y^yyy-2-4;V^;V) -6 

U KBM<D 2 - - N - (6 - ^y-J/v^-y - ^y^/yyy- 2 - 4^ 
^/H-6-^h^>^/V-^^T^K(557mg, 1. 33mmol) (Dh ] Jy/^vB 
i(llmL)M(^ 0^^X^-/^(626 »U 5. 35mmol) ^Px., 0°C-C3 

T$^bytVvyyyX*$iMLtc 0 %mm%mfoizMfo-®fcfr&, M^m^^y 

^h^^-(^^^:^7-^=10:l)T^U tIIE^^(331mg, 76 

'H-NMR Spectrum (DMSO-d g ) d (ppm):3.32(3H,s), 4.27(2H,s), 4.49(2H,d,J=4. 
8Hz), 6.57(lH,s), 6.59(lH,d,J=8.2Hz), 6.67(lH,dd,J=2.0Hz,8.4Hz), 6.84(lH,s), 
7.12(2H,brs), 7.30(lH,d,J=8.4Hz), 7.97(lH,d,J=7.9Hz), 8.93(lH,t,J=5.3 Hz), 9.4 
5(lH,s). 



[0249] mMW6l 2-T^/-N-(6-i/?ti7°u\i°/^h^y-'<yyyyy-2-4^?- 
;v) -Q-^Y^y^^-^^yr^Y 

1 fcfEictf) 2 - - N- (6 - tKn^rv' - ^<yv*yyy - 2-4;v**f- 
/V)-6-^^v^/V-^^T^R(331mg, 1. Olmmol) (DTYytYvyyy { 
7mV>mmK. m^™jmiky-Yyv&i&mm(202 ixU l. 01mrnol)^Px./c 
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o Bifomm&mmTmmu 2-r^/-N-(6-tKn^v-^y>^79v-2->r 

;fafc^HJ?AS6(30mg, 86 /z mol) (DN, N-^fMM7^K(lmL)il!^ 
•gM^isPvzfW/V^V :/u-wfK (33. 3 ^ L, 343 /z mol) ^Px., ^M"C17 

/V=l:2)X*mUU fIfB^t)(19mg, 58%)£&fi@^LT#fc 0 
MS m/e (ESI) 382.27(MH + ) 

1 H— NMR Spectrum (DMSO-d ) 8 (ppm):0.02(2H,dt,J=5.2Hz,10.4Hz), 0.27(2H,d 

6 

t,J=6.0Hz ) 12.0Hz), 0.91-0.96(lH,m), 3.04(3H,s), 3.53(2H,d ) J=7.1Hz), 3.99(2H, 
s), 4.24(2H,d,J=5.3Hz) ) 6.31(lH,d,J=7.9 Hz), 6.34(lH,s), 6.54(lH ) ddJ=1.5Hz,8. 
6Hz), 6.82(lH,s), 6.85(2H,s), 7.12(lH,dJ=8.8Hz) ) 7.69(lH ) d,J=8.1Hz) ) 8.68(1H 
,t,J=5.2Hz). 

[0250] \MMW] 2-7^/-N- (5-^;^^v/-^y/77y-2- ;V) - 
W&W7-i-6I,z.wM<dc- (5—o^^r^>-^<yyyyy-2-4M 

^vK7^(135mg, 533 |i mol) ON, N-Z?^/Vft/V&T$V(5mL)ffi&\^ ^ 
WVm&H - 1 - 5 (CfBifeO 2 - - 6 -A-^V^JV - ( 107mg, 

586 ix mol), V)^5-)V7^y (223 v U 1. 60mmolh ^^7/^-1-^ 
/V^-^MJ^C^^/VT^/)^^^^ ^^t7/Vtn^7o:- h(306mg, 6 

93/imoD^px., ^^7?270#r B m#Lfc o Ei^mmK^n-v^Mx., mwt^ 

ML, 6ILfco *©6$fc£r»EET*liU aS£vy#^>#9^t2^h^7^f-- 
(^°^:^^/V=l:5)7?|fMU flfE^tl (166mg, 75%)£fife@#:£ 

'H-NMR Spectrum (DMSO-d ) 5 (ppm):3.35(3H,s), 4.03(2H,s), 4.56(2H,d,J=5. 

6 

3Hz), 5.11(2H,s), 6.62(lH,d,J=8.2Hz), 6.67(lH,s), 6.93(lH,dd,J=2.6Hz,9.0Hz), 
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7.15(2H,brs), 7.19(lH,d,J=2.6Hz), 7.32(lH,t,J=7.1Hz), 7.39(2H,t,J=7.1Hz), 7.43 
-7.47(3H,m), 8.00(lH,d,J=7.9Hz), 9.01(lH,tJ=5.5Hz). 

[0251] DK5t^j7-l-l] 2, 5-t^-^^/V^v/-^<^XT/VxtK 

2, 5-v?fcPK^V^XT/V-rfcK(10. Og x 72. 4mmol)<DN, N-S^Vl'tfJ 
/KAT^K (lOOmL)^^ 0 < C'C*^>fk^-MJ^(5. 79g, 145mmol) , <<y*J 
/V^W^K(18. 9mL, 159mmol)^Px., ^U^24l^m#Lfc 0 E^MmKO 

/^7A^-7 h^^- (-v7^ : =4:1) "CfftKU £f&ffr£«& ( 1 7 

. 6g, 76%)£fife@#:^LT#fc 0 

1 H — NMR Spectrum (DMSO-d g ) 5 (ppm):5.11(2H,s), 5.24(2H,s), 7.27-7.50(13 
H,m), 10.38(lH,s). 

[0252] [Mis$J7-l-2] 5-^<^> ? /V^-^>-2-tKn^>-^yXT7VT"tK 

-^^^^^(305mg, 12. 6mmol)(7)v ? ^/^-7"/V(7. 5mL) tW^>(7. 
5mL)m&mmwK, 0°C-C^(354 j uL, 6. 91mmol)^Px., S^#ffl^T^ 

-1-1KWM<D2, 5-t^-^v ? /^^>--<^XT/^tK(2. OOg, 6. 28m 
mol) (Db/^y(20mL) mWtftMz^ Sm#ffl^T^T24l^«Uc 0 Hfc, 

rmmu ^g^w^wpvh^- (^^:^gfe^^= 1 : d 

-C^U tJ(fE^1^J(830mg, 58%)Sr^H6@^LT#feo 

'H-NMR Spectrum (CDC1 ) 5 (ppm):5.07(2H,s), 6.94(lH,d,J=9.0Hz), 7.08(lH,d 

3 

,J=2.9Hz), 7.22(lH,dd,J=3.1Hz,9.0Hz), 7.33-7.44(5H,m), 9.84(lH,s), 10.67(1H 
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[0253] [$^$17-1-3] 5-^yi?/Vtt*y-^yy*yTy-2-%/V7$^yVy? Ti/y 

3K5t^J 7-1-2 fciEifetf) 5 - ^y-y^ir^y - 2 - fcKu^-s/ - ^sXTfVr fcK ( 
830mg, 3. 64mmol) (DN, N-^f M/V-AT^K (10mL) §t^, ^ia^n 
^^^•/V(446 J uL, 4. OOmmoD^Sfe*y^(l. Olg, 7. 28mmol) ^Px. 

, i2o°c-e80#r H w#L^ o E^mmKox^x^Mx., mm^^xm&Ltc 0 & 

(Dzmzmmrmmu mm^n^^^^y^^v^yy^- (^ypy-.m 
m^/v=2:i)xmmu mmit&mmom^ 83%)mn&mft®>khxmc 

'H-NMR Spectrum (DMSO-d ) S (ppm): 1.33(3H,t,J=7.1Hz), 4.35(2H,qJ=7.1Hz 

6 

), 5.15(2H,s), 7.21(lH,dd,J=2.6Hz,9.0Hz), 7.32 — 7.42(4H,m), 7.48(2H,d,J=7.0H 
z), 7.66(lH,d,J=9.3Hz), 7.68(lH,s). 
[0254] [W£M7-l-4] (5-^yi?/Vtti/-s<yy~yyy-2-S/V)-W/--/V 

Wmm 7-1-3 KBM<d 5 - - -<yyyyy - 2 - %/vtf^yyy 

? TVyK «x/V(890mg, 3. 00mmol)(7)xh9tKn79>'(20mL) 

or^k^ffcT/K~?i^^(342mg, 9. OOmmol) ^Px., giTC3 
B^fl^Ut, S^^^0°C-e*(342 J uL), 5N^mti-W^mm(342 n 
L), 03mL)^Px., ir7-fh5i®Ut, *r<D6M£$<J£T^«tU a?S^y# 

y/^9^^n^^77>f- (^7°^^: ^^/^= 3 : i) xmmu mmt^m (5 

61mg, 74%)Srfife@^LT#fco 

J H-NMR Spectrum (DMSO-d g ) S (ppm):4.53(2H,d,J=5.5Hz), 5.11(2H,s), 5.44( 
lH,t,J=5.7Hz), 6.67(lH,s), 6.93(lH,dd,J=2.4Hz,8.8Hz), 7.20(lH,d,J=2.2Hz), 7.3 
3(lH,t,J=7.1Hz), 7.38-7.47(5H,m). 

[0255] \WkWT-i-S\ 2-(5-^yz//vtti/-s<yyyyy-2-4/^^)-4y 
yyY—fr—i, 3-i/^ry 

7-1-4 Ktm<D (5 - -^vVl^df V - ^<y^7yy - 2 - - 
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— M561mg, 2. 21mmol)(D'Tb7t}?u77>(10mL)mWiK, (TCC^/W^K 
(358mg, 2. 43mmol), h!J7ai^/V7^X^^(696mg, 2. 65mmol) , 
T^i?$)/V-$3ri/V— h(l. 21mL, 2. 65mmol) ^Px., ^^9B#PbW#L/c 0 S 

j£*t»^MT**£#P;L, g^^^r^WL^o ^M£^n^*-c^m 

Wf/VfryWu^Wyy^ (^7°?y : g^^/v = 7:3) XWMU UBit^ 
t»(635mg, 75%)Sre^@^LT#fCo 

'H-NMR Spectrum (DMSO-d ) 5 (ppm):4.92(2H,s), 5.10(2H,s), 6.81(lH,s), 6. 

6 

93(lH ) dd ) J=2.4Hz,9.0Hz), 7.17(lH,d,J=2.4Hz) ) 7.31(lH,tJ=7.0Hz), 7.36-7.46(5 
H,m), 7.83-7.94(4H,m). 
[0256] [Wk^M7-l-6] C- (5-^y^/V^>-^^/77y-2-^) -^W^ 

W&ffl 7-1-5 {z.mm<D 2 - ( 5 - ^<>i>;vir^y - ^y^yyy - 2 - ^;v^/v 
)-^y^yV—;V-l, 3-vct^(635mg, 1. 66mmol)(Z)^7-7k(6mL)^h 
ytKn^y(6mL)?l^|g^ N ^fi-etK^v 5 ^— 7KfPtl(805AiL, 16. 6mmol 

tc 0 ^(D^muj±rmmu mm^NUi^j^^^y^u^b^yy^-mm^ 

^)-VmmU ^fB^^(337mg, 80%)£fife@#^LT#7c: o 
'H-NMR Spectrum (DMSO-d g ) d (ppm):3.78(2H,s), 5.11(2H,s), 6.60(lH,s), 6. 
89(lH,dd,J=2.6Hz,8.6Hz), 7.17(lH,dJ=2.6Hz), 7.33(lH,t,J=7.0Hz) ) 7.38-7.41(3 
H,m), 7.46(2H,d,J=8.1Hz). 
[0257] mifoW8] 2, 6-i/T^/-N-(6-yy-2-4^/Vtti/-s<y^yyy-2- 

mntmtmm(D^mK£v,mmm-i-3Ktm(Dc-(6-y*b-2-4^ 

Jr*y - s<>v*yyy - 2 - - ^^T^y^hUmt^m^W^ 

'H-NMR Spectrum (DMSO-d ) 5 (ppm): 1.81(3H,s), 4.46(2H,d,J=5.6Hz) ) 4.74( 

6 

2H,d,J=1.8Hz), 5.65(lH,d,J=8.4Hz), 6.09(2H,brs), 6.58(lH,s), 6.83(lH,dd,J=1.5 
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Hz,8.6Hz), 6.95(2H,brs), 7.16(lH,s), 7.42(lH,d,J=8.4Hz), 7.66(lH,d,J=8.6Hz), 
8.33(lH,t,J=5.7Hz). 

[0258] DK5t^j8-l-l] %-Z?y-2-4~M^S-^S^7Ts-2-%)\<i$^syy>7 
Ti/yY ^-^r)V 

50mg, 1. 21mmol)©"7 l h9fcKn79^(5mL)fcN, N-v^/l^/KkT^K(5m 
L)?M^|§^^ ^?U^l^f[^WA(58mg, 2. 42mmol)bl-Zftt-2-Zf 

: mm^;v=5 : 1) T^U MBfc&M (254mg, 81%) £ 

'H-NMR Spectrum (CDC1 ) 5 (ppm): 1.42(3H,t,J=7.2Hz), 1.87(3H,s), 4.43(2H,q, 
J=7.2Hz), 4.70(2H,s), 6.97(lH,dd,J=1.6Hz,8.4Hz), 7.20(lH,s), 7.46(lH,s), 7.53( 
lH,d,J=8.4Hz). 

[0259] m&\8-l-2] {Q-7^-2-^^;v^r^y—<^/7Ty-2-^;v)-^7 

um^\7-i-Atnm(Dm^^,mmm-i-i\mm(DQ-7y-2-^^ 

M^y-^y^7Ty-2-iJ)V^^)y^ T*SyY ^x/V(254mg 
, 983jumol)tf^iB>fb^(198mg, 93%) Srfife@^LT#feo 
1 H— NMR Spectrum (CDC1 ) 6 (ppm): 1.85(lH,t,J=6.2Hz), 1.87(3H,t,J=2.2Hz), 4. 
69(2H,q,J=2.2Hz), 4.74(2H,d,J=6.2Hz), 6.60(lH,s), 6.91(lH,dd,J=2.4Hz,8.6Hz), 
7.11(lH,dJ=1.8Hz), 7.42(lH,d,J=8.6Hz). 

[0260] m&\s-i-3\ c-{Q-y*Y-2-J^/vy>r^y—<z/^7Ty-2-s(/v)-?t 

um^7-i-^tnm^m^.witms-i-2\mm(D{Q-7y-2-^^ 
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~ s<y^7yy - ( 1 98mg, 9 1 6 # mol) j5>£>2 - (6 - 

^-^a^ti(2i4mg)^Lr#7c 0 jggv^, mmm-i-etmm^mK^ 

-/V- 1, 3- >-(214mg) Ti^IfB^^ (I20mg) ^Itfe 
i:LT#rc 0 

[0261] [Hife$j9] N-(Q-rv^^y-^<yyyyy-2-y^^)-2, 

^ife^3ir[H#©¥fe^J:i92 ) (6-tKn^-2/-^<>o/79^- 

2-y;v^;v)-^^yr^v<D^v^^m^mmt^m^mtz. 0 

MS m/e (ESI) 339.25(MH + ) 

1 H— NMR Spectrum (DMSO-d ) 6 (ppm):4.45(2H,d ) J=5.5Hz), 4.56(2H,d,J=5.1Hz 

6 

), 5.24(lH,d,J=10.6Hz) ) 5.39(lH,dd,J=1.8Hz ) 17.4Hz) ) 5.65(lH ) d,J=8.6Hz) ) 5.98 
-6.07(lH,m), 6.09(2H,brs), 6.56(lH,s), 6.83(lH,dd,J=2.4Hz,8.6Hz), 6.95(2H, 
brs), 7.13(lH,d,J=1.8Hz), 7.40(lH,d,J=8.6Hz), 7.65(lH,d,J=8.6Hz), 8.32(lH,t,J= 
5.6Hz). 

[0262] mmmio] 2,6-^r^/-N-(6-y°vi^y-^<yyyyy-2-y/v^/v) 
--^yy^}? 
MS m/e (ESI) 341.19(MH + ) 

[0263] [Hifefmi] 2, Q-z/r^/-^-{Q-y^y--<y9yyy-2-y;v^;v)- 
-^yr^Y 

MS m/e (ESI) 355.23(MH + ) 

[0264] [Hifefm2] 2, Q-i/r^;-N-{Q--<y^/vjr*y-'<y^yyy-2-y;v?L 

MS m/e (ESI) 369.27(MH + ) 

[0265] [Hlfef!li3] 2, 6-i/T^/-N-(6-yyy*h^y-s<y^yyy-2-y/v^/v 

)--=i3-yT^ 
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MS m/e (ESI) 355.28(MH + ) 
[0266] mifoWW 2, 6-v ? T^y-N-(6-(3-^/V-7>^)--<^yV9^-2- 

MS m/e (ESI) 369.31(MH + ) 
[0267] [Hife^J15] 2, 6-v ? T^7-N-(6-(2-^/V-^>drV)-^y>y^-2- 

MS m/e (ESI) 369.33(MH + ) 
[0268] [^Jfef^!jl6] 2, 6-i/T^/-N-(6-(2, 2-v ; ^/V-7 P n^V)-^y>y 

MS m/e (ESI) 369.33(MH + ) 
[0269] [HJfe$|17] 2, 6-v ? T^7-N-(6-(3-^/V-^>-2-^/V^-drV)—< 

MS m/e (ESI) 367.3 1(MH + ) 
[0270] [HJfef!|18] 2, 6-v ? T^7-N-(6-^>-2-^/V^V-^» ? 77>-2 

MS m/e (ESI) 353.3 1(MH + ) 
[0271] [HWJ19] 2, 6-v J T5/-N-(6-7 0 n7°-2-^/^^--<^/79^- 
2-^7Vt^7V) -naf-^T^K 
MS m/e (ESI) 337.28(MH + ) 

[0272] miMM261 2, Q-i/T^/-^-{Q-{2-y;virxi-^yi/;vir^y)-^y^y 

?y-2-Wf^) -^=3^-^T^K 

MS m/e (ESI) 407.16(MH + ) 
[0273] [HJfe$j21] 2, 6-v ? T^7-N-(6-(4-7/^n--<^/V^v/)--<^yV 

?y-2-Wf;>) -^f-^r^K 

MS m/e (ESI) 407.23(MH + ) 
[0274] [Hife$j22] 2, 6-v ? T^7-N-(6-(3-7/V^-n--<^v ? /^^)--<^yV 
9^-2-^/v^/v) -cr^fVTSK 
MS m/e (ESI) 407.20(MH + ) 



WO 2006/106711 



73 



PCT/JP2006/306422 



[0275] [Hife$j23] 2, 6-^y-N- (6- -^/77 
MS m/e (ESI) 423.24(MH + ) 

[0276] ^ifef(j24^^^ifef(j35«, ^»!l6^p$l©£^U;9i^cU m^mmwifo 

[0277] mMM24] 2-7^-N - (6-^^-^/75^-2- Wf/W) - 

MS m/e (ESI) 342.36(MH + ) 
[0278] [HJfef!|25] 2-T^y-N-(6-7>^>-^yV5^-2-^/M^)-6-^ 

MS m/e (ESI) 384.40(MH + ) 
[0279] IMWM26] 2-T^/-6-^h^V^/V-N-(6-^>^/V^V-^>yVy 

MS m/e (ESI) 398.42(MH + ) 

[0280] [HJ6^j27] 2-T^/-N-(6-4y7b^y-^<yyyyy-2-4^^)-6 

MS m/e (ESI) 384.15(MH + ) 
[0281] mmm28] 2-T^/-6-p<h^V^/V-N-(6-(3-^/V-:/h^V)-^ 

MS m/e (ESI) 398.34(MH + ) 
[0282] [HJg^j29] 2-T5/-6-^h^^/V-N-(6-(2-^/V-7>= 3 rv / )-^< 

MS m/e (ESI) 398.43(MH + ) 
[0283] [Hife$j30] 2-T5/-N-(6-(2, 2-S^7l'-:AnJ«^>) -^r/yyy- 

2-4/v^/v) -6-^b^y^/v-^^-yy^ 

MS m/e (ESI) 398.43(MH + ) 
[0284] [HJfef!|31] 2-T^/-6-^h^^/V-N-(6-(3-^/V-7>-2-^ 
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MS m/e (ESI) 396.40(MH + ) 

[0285] mMW32] 2-r^y-N-(6-^b-2-4^^y-^<yyyyy-2-4^ 

MS m/e (ESI) 380.24(MH + ) 
[0286] [|life$j33] 2-T^y-6-^h^>^/V-N-(6-(xh9tKn-t°9^-2-^ 

MS m/e (ESI) 426.28(MH + ) 
[0287] [Hife$j34] 2-7^/-N- (6 - (4-7;Vtn-^y^t^) -^^/77^ 

MS m/e (ESI) 436.26(MH + ) 
[0288] [H3fe$|35] 2-T^y-N-(6-(2-^nn-^v ? 7^^»-^yV7^-2 

MS m/e (ESI) 452.23(MH + ) 

[0289] [HJ6^J36] 2-T^/-N-(6-^h^y--<^/7^-2-^/M^/V)-6-^ 

MS m/e (ESI) 356.37(MH + ) 

'H-NMR Spectrum (CDC1 ) 5 (ppm): 1.44(3H,tJ=7.0Hz), 3.45(3H,s), 4.05(2H,q, 

3 

J=7.0Hz), 4.39(2H,s), 4.69(2H,dJ=5.5Hz), 6.41(2H,brs), 6.47(lH,t,J=4.8Hz), 6. 
58(lH,s), 6.70(lH,dd,J=0.37Hz,7.9Hz), 6.85(lH,dd,J=2.2Hz,8.4Hz), 6.97(lH,s), 
7.37(lH,d,J=8.6Hz), 7.64(lH,dJ=7.9Hz). 
[0290] [Hife$j37] 2-T^/-6-*h*i/^/V-N-(6-y°vitf*i/-'<>>?7y>-2 

MS m/e (ESI) 370.39(MH + ) 

J H-NMR Spectrum (CDC1 ) 5 (ppm): 1.05(3H,t,J=7.3Hz), 1.83(2H,dt,J=6.8Hz,7.3 
Hz), 3.45(3H,s), 3.94(2H,t,J=6.6Hz), 4.39(2H,s), 4.69(2H,d,J=5.5Hz), 6.40(2H, 
brs), 6.46(lH,t,J=5.3Hz), 6.58(lH,s), 6.69(lH,d, J=7.9Hz), 6.85(lH,dd,J=2.2Hz 
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,8.6Hz), 6.97(lH,d,J=2.0Hz), 7.37(lH,d,J=8.4Hz), 7.64(lH,d,J=7.9Hz). 

[0291] [Hife^j38] 2-r^y-N-(6-^b-2-^^^y-^<yyyyy-2-4^ 

tf/V) -6-*h*W?A'- ^a^T^K 
MS m/e (ESI) 382.39(MH + ) 

J H-NMR Spectrum (CDC1 ) 5 (ppm): 1.76(3H,t,J=6.2Hz), 3.45(3H,s), 4.39(2H,s) 
, 4.48(2H,dt,J=l.lHz,6.0Hz), 4.69(2H,d,J=5.7Hz), 5.69-5.80(lH,m), 5.84-5.9 
3(1H, m), 6.40(2H,brs), 6.47(lH,t,J=5.3Hz), 6.58(lH,s), 6.69(lH,d,J=7.9Hz), 6 
.87(lH,ddd,J=2.0Hz,3.8Hz,8.6Hz), 6.99(lH,dd,J=2.0Hz,4.2Hz), 7.37(lH,dd,J=3.1 
Hz,8.4Hz), 7.63(lH,d,J=7.9Hz). 

[0292] immmm 2-T5/-6-*H^fvi'-N- (6-^^-2-^/^^- 
^<yyyyy-2-4^^M -^a^r^K 

MS m/e (ESI) 366.37(MH + ) 

1 H— NMR Spectrum (CDC1 ) 6 (ppm):2.54(lH,tJ=2.4Hz), 3.45(3H,s), 4.39(2H,s) 

3 

, 4.70(2H,d,J=5.5Hz), 4.72(2H ( dJ=2.2Hz), 6.41(2H,brs), 6.47(lH,t,J=5.1Hz), 6. 
60(lH,s), 6.70(lH,d,J=7.9Hz), 6.92(lH,ddJ=2.2Hz, 8.4Hz), 7.10(lH,d,J=1.8Hz), 
7.41(lH,d,J=8.6Hz), 7.64(lH,dJ=7.9Hz). 

[0293] [HJ6^j4o] 2-t^/-n- (6- 

MS m/e (ESI) 386.24(MH + ) 

'H-NMR Spectrum (CDC1 ) 8 (ppm):3.44(3H,s), 3.47(3H,s), 3.78(2H,t,J=4.8Hz) 

3 

, 4.15(2H,t,J=4.8Hz), 4.39(2H,s), 4.70(2H,d,J=5.5Hz), 6.40(2H,brs), 6.44(lH,br 
s), 6.60(lH,s), 6.71(lH,d,J=7.9Hz), 6.90(lH,dd,J=2.2Hz,7.9Hz), 7.01(lH,s), 7.3 
8(lH,d,J=8.6Hz), 7.65(lH,d,J=7.9Hz). 
[0294] [^ifef!j41] 2-T^/-N-(6-(2-^h*i/-x.h*i/)-'<yy?7yy-2-4 

MS m/e (ESI) 400.27(MH + ) 

'H-NMR Spectrum (DMSO-d ) 5 (ppm): l.ll(3H,t,J=7.0Hz), 3.32(3H,s), 3.48(2 

6 

H,q,J=7.0Hz), 3.68(2H,t,J=4.8Hz), 4.08(2H,t,J=4.8Hz), 4.27(2H,s), 4.52(2H,d,J= 
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4.2Hz), 6.59(lH,d,J=7.9Hz), 6.63(lH,s), 6.83(lH,dd ) J=2.2Hz,8.4Hz) ) 7.10-7.16 
(3H,m), 7.41(lH,d,J=8.4Hz), 7.97(lH,d,J=8.1Hz), 8.96(lH,t,J=5.1Hz). 

[0295] mMW42] 2-T^y-N-(6-(2-y;v^rn-^<y-J/v^y)-^<yyyyy 

- 2 - <4;v*f;v) - 6 - *y^y*3-/v - ^ f- yr* K 
MS m/e (ESI) 436.26(MH + ) 

J H-NMR Spectrum (CDC1 ) 5 (ppm):3.45(3H,s) ) 4.39(2H,s), 4.69(2H,d,J=5.5Hz) 

3 

, 5.16(2H,s), 6.41(2H,brs), 6.47(lH,t,J=5.3Hz) ) 6.59(lH,s), 6.69(lH,d,J=7.9Hz) 
, 6.94(lH,dd,J=2.2Hz,8.6Hz), 7.07(lH,dJ=2.2Hz) ) 7.07-7.12(lH,m), 7.16(lH,dt 
J=0.92Hz ) 7.5Hz), 7.29-7.34(lH,m), 7.39(lH ) d,J=8.6Hz), 7.52(lH,dt,J=1.7Hz,7. 
5Hz), 7.64(lH,d,J=8.1Hz). 

[0296] [HJfef!l43] 2-T^/-N-(6-(3-y^u-^<y-J/v^y)-^<yyyyy 

- 2 - <4;V*<?;V) - 6 - ^h^-^^/V - ^.zi^yT^Y 
MS m/e (ESI) 436.26(MH + ) 

*H-NMR Spectrum (DMSO-d g ) S (ppm):3.32(3H,s), 4.27(2H,s), 4.52(2H,d,J=4. 
8Hz), 5.14(2H,s), 6.59(lH,d,J=8.1Hz), 6.64(lH,s), 6.91(lH,dd,J=2.2Hz,8.4Hz), 
7.13(3H,brs), 7.22(lH,s), 7.26-7.29(2H,m), 7.39-7.44(2H,m), 7.97(lH,d,J=8.1 
Hz), 8.96(lH,brs). 

[0297] [HJfef!|44] 2-T5/-6-^h^^/V-N-(6-(t°yv ? ^-2-^yMh^) 

-^yy'77y-2-Wf/v) --n^^r^K 

/V)-6-^b=3rv/^/V-^=3^-^T5K(20mg, 61 n mol) (DTbytFuyyy (2m 
DW-WK, ^a-C2-(tKn^>^/V)t o yv?>(6. 5^U 67/zmolh MJ7m^/V 
^y^y (19. 2mg, 73 fx mol) , ^^/VT^J^/V^yu— b (33 ^ 73 ^ 

7yj-(T±b~bv^-7S^k&mm(o. i%bvy^vBm^)%m^tc) kx 

mmu mmt&mt2-T^;-N- (Q-MYn^y--<y^yyy-2-^;v^ 

nv^77^il^:^y^=10:l)tflL, ^IS^^(6mg, 24 
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MS m/e (ESI) 419.26(MH + ) 

J H-NMR Spectrum (CDC1 ) 5 (ppm):3.45(3H,s), 4.39(2H,s), 4.69(2H,d,J=5.5Hz) 

3 

, 5.24(2H,s), 6.40(2H,brs), 6.44(1H, brs), 6.60(lH,s), 6.71(lH,d,J=8.1Hz), 6.9 
6(lH,dd,J=2.2Hz,8.6Hz), 7.06(lH,d,J=2.2Hz) ) 7.24(lH,ddd,J=l.lHz,4.9Hz,7.5Hz) 
, 7.40(lH,d,J=8.4Hz), 7.54(lH,dJ=7.9Hz), 7.64(lH,d,J=7.9Hz), 7.72(lH,ddd,J=l 
.8Hz,5.9Hz,7.7Hz), 8.61(lH,dJ=4.2Hz). 
[0298] [||Jfe$j45] 2-T^y-6-^h^>^/^-N-(6-(t°y> ? ^-3-^/^b^) 
-^<^/yy>-2-^;v^;v) -^^>r^K 

MS m/e (ESI) 419.36(MH + ) 

'H-NMR Spectrum (CDC1 ) 8 (ppm):3.45(3H,s), 4.39(2H,s), 4.70(2H,d,J=5.5Hz) 
, 5.10(2H,s), 6.41(2H,brs), 6.52(lH,brs), 6.61(lH,s), 6.71(lH,d,J=7.9Hz), 6.93 
(lH ) dd,J=2.2Hz,8.6Hz), 7.05(lH,s), 7.33(lH,dd,J=4.9Hz,7.9Hz), 7.41(lH,dJ=8.4 
Hz), 7.66(lH,d,J=7.9Hz), 7.80(lH,d,J=7.9Hz), 8.59(lH,d,J=4.0Hz), 8.69(lH,s). 
[0299] [HJ6^J46] 2-T5/-6-^Hf^f7l'-N- (6- -4-4/Wb%-i/) 
--<^yVy^-2-^/M^-/V) -naf-^T^K 

MS m/e (ESI) 419.39(MH + ) 

'H-NMR Spectrum (CDC1 ) 8 (ppm):3.46(3H,s), 4.39(2H,s), 4.70(2H,d,J=5.7Hz) 
, 5.13(2H,s), 6.41(2H,brs), 6.43(lH,brs), 6.61(lH,s), 6.71(lH,d,J=7.9Hz), 6.93 
(lH,dd,J=2.2Hz,8.4Hz), 7.01(lH,d,J=2.2Hz), 7.37(2H,d,J=6.0Hz) ) 7.42(lH,d,J=8. 
6Hz), 7.64(lH,d,J=7.9Hz), 8.62(2H,dd,J=1.7Hz,4.6Hz). 
[0300] [Hife^j47] 2-T^7-6-^hdrV^/V-N-(6-^hdrV^/V-^^9^ 

^fm7-l^fE«(7)by7/^n-^^/V^^ TVyK 2-(((2-T5 

/-6-/^vo^/v-t>^-3-#/v^/v) -r^y) -y^vv) -^ir/y^ 

>-6-<4A' ^x/V(15mg, 33 J umol)01-^/V-2-t 0 nyv?y^(500 J uL) 
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mmK, gM.VW7 t ?/\'-*h*i/^A'- **^(14mg, 43 n mol) , 7^93%* 
(b ] J7^/^X7rs)^7W^(0) (3. 78mg, 3. 3 n mol) , fYy^fVrv^ 
?V7s(Y{l. 82mg, 6. ^#ffl^T, 135^4^^ 

g, 6%)£fife@f^LT#fc 0 
MS m/e (ESI) 356.23(MH + ) 

'H-NMR Spectrum (CDC1 ) 8 (ppm):3.40(3H ) s) ) 3.46(3H,s), 4.40(2H,s), 4.56(2 

3 

H,s), 4.74(2H ) d,J=5.5Hz), 6.42(3H,brs), 6.66(lH,s), 6.72(lH,dJ=7.9Hz) ) 7.20(1 
H ) dd ) J=1.3Hz,7.9Hz), 7.45(lH,s), 7.50(lH,dJ=8.1Hz) ) 7.65(lH,dJ=8.1Hz). 

m%m%v)yMxi-^y^v^v^ t^k 2- (((2-7^-6-^^ 

-y^;v-\i 0 ^jy-^-^;v^;v) -r^7) -^;v) -^<y-/yyy-Q-^/v 

[0301] [^f!|47-l] hy^/^n-^^/V/fe^ TVyK 2- (((2-T5/-6- 

^h^v^/v-^y^y-s-^/v^/v) -T57) -^/W) --<^/y^^-6- 

m&im- 1 ^faitO 2 - - N- (6 - tKn^V - ^yVy^y - 
/V)-6-^h^rV^/V-^^>T^K(331mg, 1. Olmmol) (Dxb^tKn^y^ 
^^5N*^^hy^*^(202/zL, 1. Olmmol) ^Px.^, S^Tfe 
MffiT^ISU ^hy?i^(416mg)£Wt, -7-hy^^(100mg, 286^ mol) (Z) 
^^lx>(2mL) irN, N-i?^/V*;VJ±T^(lmL)U&mWiKhV^^T* 
y(79vU 572 i umol), N-7^/Vhy7/^n^^/V/^W^K(153mg, 42 

mm^^= i : i) ^Tft^u mmt&m uoimg, 77%) ^afe@^L-c#^ 
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1 H— NMR Spectrum (DMSO-d ) 5 (ppm):3.35(3H,s), 4.30(2H,s), 4.62(2H,d,J=5. 

6 

1Hz), 6.63(lH,d,J=7.9Hz), 6.89(lH,s), 7.16(2H,brs), 7.36(lH,dd,J=2.2Hz,8.4Hz) 
, 7.75(lH,d,J=8.6Hz), 7.91(lH,dJ=2.4Hz), 8.01(lH,d,J=8.1Hz), 9.06(lH,m). 
[0302] [Hifef!j48] 2-T^y-N-(6-^^v ? /V-^yV9^-2-^/V^/V)-6- 

m^M47-lKtm<DhVy/l'*v-*f r yw*~y? Ti/yY 2-(((2-T^ 
/-Q-^Y^-y^/v-^Jy-^-^i/v^/v) -t$s) -^/v) -s<yyy7 

y-Q-y/V :^*7VV(5mg, 1 1 mol) ©Th7tKP77> (lmL) ^il^, ^iTC 
(1, 1' -\fM^^~A*fcX74S)7^tt*y) ^nn=^(n) (1. 49mg, 2. 
2 /z mol) , ^yit/V-rJf^yy-J* Wy^Y (56 M L, 55 ix mol) Sr^PXL, S^#ffl 

ur, mu^25mmmwLtc 0 R^mm^^wx., mm^^x^mhtco 
Brmmu mm^yv^^/y^y^^b^yy^-mm^^xmmu mm 

i\&®(0. 5mg, ll%)£&fc@fteLT#fc, 

'H-NMR Spectrum (CDC1 ) 5 (ppm):3.46(3H,s), 4.08(2H,s), 4.39(2H,s), 4.71(2 
H,d,J=5.5Hz), 6.39(3H,brs), 6.63(lH,s), 6.72(lH,d,J=7.9Hz), 7.09(lH,d,J=7.9Hz 
), 7.19-7.21(3H,m), 7.26-7.30(3H,m), 7.44(lH,d,J=7.9Hz), 7.63(lH,d,J=7.9Hz 
). 

[0303] [HJfe0949] 2-T^/-6-^b^y^^-N-(6-7^/^y-^<yy7yy-2 

^^j7^|^#(D^(Cj;9, M^l49-l-4^fEfc(7)C- (6-7x7^-^ 
i^S7Ty - 2-y/v) - ^/VTVybWtm -1-5 ^fEfc<D2 - T*/ -6-*b 

MS m/e (ESI) 403.89(MH + ) 

MftMWc- (6-y^./^-y—<yyyyy-2-4M -^;vrvymxr(oU 
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[0304] [$^$J49-l-l] 6-y^/^y-^.yyyyy-2-^^^y])y^ TVyK 

6-^u^-y-^<yyyyy-2-^/^^yV^ T-yyY ^7^;V{2 
OOmg, 967 j umol)C07"h9tKn77>(4mL)i:N, N-v ? ^/V^/^T^K(4mL 
) ?Ml^S*^ Ottv^yx^/WyK^^Mt^y (395mg, 967 » mol) fcfcy?^ 

t-:7>3rlMK(l09mg, 967^ mol) titH^T, ^UX40&m&tW 

(Dzmzmmrmmu mmi^u^^y^xi^wyy^- (^y-y-.mm*. 

^;V=20:l)\Z.xm%U fIWB^t)(l89mg, 69%) £Mfe?ffi^£LT#fc 0 
'H-NMR Spectrum (DMSO-d ) 8 (ppm): 1.33(3H,t,J=7.1Hz), 4.35(2H,qJ=7.1Hz 

6 

), 7.05-7. 10(3H,m), 7.19(lH,dt,J=l.lHz ) 7.7Hz) ) 7.37(lH,s), 7.43(2H,ddJ=7.3H 
z,7.9Hz), 7.76(lH,s), 7.80(lH,d,J=8.2Hz). 

[0305] [1^1^49-1-2] {6-y^j3ri/-^y^yyy-2-^/v)-^j—/v 

M^M49-i-iKBM(D6-y^/^y-^<y^yTy-2-^/v^y^ r 

i/y}? «x/V(251mg, 889 ^ mol) ©xh9tKny^(5mL)^^^0 

°CX7KmitT/V^y^J^9^(135mg, 3. 56mmol)^Px., mUX2mffl9bW 

05 /z D ^px., ±yjh?>mLtc 0 ^(D^m^UBrmmu as&NHvy#^># 

y^xx^Y^yy^- (^y-y : g£gg:^/V= 1 : 1) Tft^U ^fE^tl (177mg 
, 83%)£Mfe««LT#/c 0 

1 H— NMR Spectrum (CDC1 ) 5 (ppm): 1.85(lH,t,J=6.0Hz), 4.75(2H,d,J=6.0Hz), 6. 
64(lH,s), 6.97(lH,ddJ=2.0Hz,8.4Hz), 7.01(2H,dd,J=l.lHz,8.8Hz) ) 7.08-7.13(2 
H,m), 7.33(2H,dd,J=7.5Hz,8.6Hz), 7.48(lH,d,J=8.4Hz). 
[0306] DK5t^j49-l-3] 2- (6-7m7driX-^>'i/79^-2--l'/V^/V) -^M> 

Matf [149 - 1 - 2 fcfBictf) (6 - 7^7 ^ V - s<yV7Ts ~ 2 - 4)V) - 
(177mg, 737 i umol)(Z)^b9tKn7y>'(4mL)^^, 0°C-e7^/W^K(119m 
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811 ix mol) , MJ7m^/V^^^(232mg, 884 p mol) , i/^.=f-;VT9i/^;V 
tf*i/U-h(403nU 884mmol)^Px., mUX4mm^rMWhfc 0 RtidmK 

n-7^77^-(^fy:ftixf;V=5:l)ttm tUfE^tl (209mg, 77 
'H-NMR Spectrum (DMSO-d ) 8 (ppm):4.94(2H,s), 6.90(lH,s), 6.94(lH,dd,J= 

6 

2.2Hz,8.4Hz), 6.98(2H,dd,J=l.lHz,8.9Hz) ) 7.11(lH,dt,J=l.lHz,7.5Hz), 7.22(1H, 
d,J=1.8Hz), 7.36(2H,dd,J=7.5Hz,8.6Hz) ) 7.58(lH,dJ=8.6Hz), 7.86-7.94(4H,m). 

[0307] [WtM49-l-4] c-{Q-y^^y-^<y-/yy>-2-^;v)-^;vT^y 
$£&0949-i-3i;:fBic©2- (6-y^/^y-^<y^yTy-2-4/v^/v) - 

^J^yV—zV-l, 3-v?^(209mg, 566/zmol)<£>:^/— /V(5mL)W$.K, 
^M-CtK7v ? ^-*fPtl(549 i uL, 11. 3mmol)^Px.^PS»TlB#r^#L 

fyy^- mm^jv:^;-jv= io: Dxmmu mm^m (92m g , 68%) & 

: H-NMR Spectrum (DMSO-d ) S (ppm):3.80(2H,s), 6.67(lH,d,J=0.92Hz), 6.92 
(lH,dd,J=2.2Hz,8.4Hz), 6.98(2H,ddJ=l.lHz,8.8Hz), 7.11(lH,dt,J=l.lHz,7.5Hz), 
7.21(lH,s), 7.37(2H,dd,J=7.5Hz,8.4Hz), 7.56(lH,d,J=8.4Hz). 

[0308] [Hife^jso] 2, Q-i/T^-^-{Q-y^^y-^y9yyy-2-^;v^;v) 

mntmtmm(D^mK^,mmm-i-4Ktm(Dc-(6-y^;^y-'< 

yyyyy-2-^/v) -^/vrvytm&W- i-4^iE4fe©2, 6-v?T^y^ 

^ymfrt>mmk&m%mc 0 

J H-NMR Spectrum (DMSO-d ) 5 (ppm):4.50(2H,d,J=5.7Hz) ) 5.68(lH,d,J=8.6Hz 

6 

), 6.12(2H,brs), 6.69(lH,s), 6.93(lH,dd,J=2.0Hz,8.4Hz), 6.97(2H,brs), 6.98(2H, 
d,J=8.1Hz), 7.11(lH,t,J=7.5Hz), 7.25(lH,d,J=1.8Hz), 7.37(2H,t,J=8.2Hz), 7.57(1 
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H,d,J=8.4Hz), 7.68(lH,d,J=8.6Hz), 8.38(lH,t,J=5.7Hz). 

[0309] [Hifef^si] 2, 6--JT^y-N-(5-^<y-J/v^r^y-^<yyyyy-2-4^ 

mmmitmm^m^^. w&m7-i-6\z.mm<Dc- 

'H-NMR Spectrum (DMSO-d) 5 (ppm):4.48(2H,d,J=5.7Hz), 5.10(2H,s), 5.68( 

6 

lH,d,J=8.4Hz), 6.11(2H,s), 6.60(lH,s), 6.91(lH,dd,J=2.8Hz,9.0Hz), 6.96(2H,s), 
7.17(lH,d,J=2.4Hz), 7.32(lH,t,J=7.3Hz), 7.37-7.41(3H,m), 7.44(2H,t,J=7.3Hz), 
7.68(lH,d ) J=8.6Hz), 8.37(lH,t,J=5.7Hz). 

[0310] [M1&M52] N-(5-TV^^y-^yyyyy-2-4/v^v)-2, 6--JT^. 

MS m/e (ESI) 339.34(MH + ). 

[0311] [$i5t^j52-l] 2, 6-v J T5/-N-(5-tKn^--<^/7y^-2-^/^^- 
/!/) -naf-^T^K 

$SBt#j2-l£|i»D¥&l£j;9, ^»j51^|E4fe©2, (5 — * 

^/Vt^-^yy77^-2-Wf^) -~:n^yT^K (151mg, 389 /z mol 

1 H— NMR Spectrum (DMSO-d ) 8 (ppm):4.45(2H,s), 5.81(lH,d,J=8.8Hz), 6.53( 

6 

lH.s), 6.65(lH,d,J=8.6Hz), 6.84(lH,s), 7.26(lH,d,J=8.6Hz), 7.89(lH,d,J=8.1Hz) 
, 8.62(lH,s), 9.08(lH,s). 
[0312] mMM53] 2, 6-v ? T^7-N-(5-^n7°ntV^b^--<^yV9^-2- 
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MS m/e (ESI) 353.37(MH + ) 

[0313] [Hife$j54] N-(5-rv^^y-^<yyyyy-2-4^^)-2-T^/-6 
i/ - ^y^yyy - 2 - - 6 - * Y^y^)V - ^J-yT^VfrbMBlk 

1 H— NMR Spectrum (CDC1 ) 8 (ppm):3.46(3H ) s) ) 4.40(2H,s), 4.54(2H,ddd,J=1.3 

3 

Hz.l.SHz.S.SHz), 4.71(2H,dJ=5.7Hz) ) 5.29(lH ) dddJ=1.3Hz ) 1.5Hz ) 11.9Hz), 5.4 
3(lH ) ddd,J=1.3Hz ) 1.5Hz,17.2Hz) ) 6.03-6.13(111,111), 6.39(3H,brs), 6.61(lH,s), 
6.72(lH,dJ=7.9Hz), 6.91(lH,dd,J=2.7Hz,8.8Hz), 7.01(lH ) d,J=2.6Hz) ) 7.33(lH,d, 
J=9.0Hz), 7.65(lH,d,J=7.9Hz). 
[0314] [^Jj£$j55] 2-T^7-N-(5-V^n7°nt 0 /Mh^~^^/77^-2-^7^ 

-Q-tY^y^/v-^^-yr^Y 

mMM54tmm^mz.£*), mmm7KmM<D2-T*;-N- (5— <^> ? /^ 

^y-^y9yTy-2-^;v^;v)-Q-^Y^y^;v-^^yr^Y^hWM 

'H-NMR Spectrum (CDC1 ) d (ppm):0.36(2H,dt,J=4.8Hz,5.9Hz), 0.65(2H,dt,J=4. 
8Hz,5.9Hz), 1.26-1.31(lH,m), 3.46(3H,s), 3.82(2H,d,J=7.0Hz), 4.40(2H,s), 4. 
71(2H,d,J=5.7Hz), 6.39(3H,brs), 6.60(lH,d,J=0.73Hz), 6.72(lH,d,J=7.9Hz), 6.90 
(lH,dd,J=2.6Hz,8.8Hz), 6.98(lH,dJ=2.6Hz), 7.33(lH,d,J=8.8Hz), 7.65(1H, d, J= 
8.1Hz). 

[0315] 2-T$S-6-*b*i/*^A'-N-(5-*tti/^/ls-^> r S77'> 
-2-^JV^jV) -^^>T^K 

mntm7tmm(D^m^,m&m6-i-5Ktm(D2-T^-N-(5-7* 

tt-^y97Ty-2-^ ;V^;V) -Q- ^Y^y^/V-^^yT^YfrhWM 
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MS m/e (ESI) 356.29(MH + ) 

J H-NMR Spectrum (CDC1 ) 5 (ppm):3.39(3H,s), 3.46(3H,s), 4.41(2H,s), 4.53(2 

3 

H,s), 4.74(2H,d,J=5.7Hz), 6.44(3H,brs), 6.61(lH,s), 6.72(lH,dJ=7.9Hz), 7.25 
-7.26(lH,m), 7 ) 42(lH,d,J=8.6Hz), 7.51(lH,s), 7.67(lH,d,J=7.9Hz). 

lti$6yilM2-T$;-N- (5-^n^-^yy'77y-2-Wf/V) 

[0316] D^5t^j56-1-1] 5-7tt-^>~S7Ts-2-%;Vtf*l/})y? Ti/yY ^ 

mk\m-2-lt¥\Wi^mZ-£d. S-ZfttWr/lsT/lSfKYtf. 05g, 35. 
lmmol)^fIfB^t>(7. 29g, 77%) £&fe@#:£LT#fc 0 
1 H— NMR Spectrum (DMSO-d) S (ppm):1.31(3H,dtJ = 1.8Hz,7.1Hz), 4.35(2H,d 

6 

qJ=1.8Hz,7.1Hz), 7.65(lH,ddd,J=0.37Hz,1.7Hz,8.8Hz), 7.70-7.73(2H,m), 8.01 
(lH,t,J=1.7Hz). 

[0317] [§^$156-1-2] (5-^u^-^<yyyyy-2-4M-^y— As 

7K^t:T/^^'7^y^-r>^(706mg, 18. 6mmol) (Dxh7tKn77^(20mL)^ 
&fc:&ffcT/K~?.A(2. 98g, 22. 3mmol)^Px.,xh9tKn7^^^T/^ 
^^^^^^-e^L^Co ^WC, S^lt^M^56-l-l^fEic©5- 
7tt-s<yy77y-2-%jvtf^sVy? T-yyY 3^f^(l. OOg, 3 

. 72mmol)^0°C^Px., 20#^0r~CHf #Lfc 0 KJS^mT^^T*^^. 

- (-v/^ : g^Sfe^/W= 2 : DtUlU (780mg, 92%) £ 

1 H— NMR Spectrum (DMSO-d ) 5 (ppm):4.57(2H,d,J=5.6Hz), 5.54(lH,t,J=5.9Hz 

6 

), 6.75(lH,s), 7.41(lH,dd,J=2.0Hz,8.4Hz), 7.53(lH,d,J=8.6Hz), 7.81(lH,d,J=2.0 
Hz). 

[0318] DK5t^j56-l-3] 2-{5--fn^-^y^yTy-2-^;v^;v)-^M^Y— 
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w&Mi-2-3kmm<DmmKM,M&M56-i-2Kffim<n(5-'7tt-'< 

^/77>-2-^|7V)-^/— /K780mg, 3. 44mmol);^, fJIfE^tKl. 24 

J H-NMR Spectrum (DMSO-d g ) 5 (ppm):4.97(2H,s), 6.90(lH,s), 7.41(lH,ddd,J 
=2.4Hz,2.8Hz,8.8Hz) ) 7.53(lH,dd,J=1.2Hz,8.8Hz), 7.80(lH,t,J=2.2Hz), 7.87-7. 
95(4H,m). 

[0319] DK5t^j56-l-4] C-(5-^n^-^<yyyyy-2-4^)-^^T^y 

mmn-2-4t^m(D^m^.mmm6-i-3Ktm(D2-(5-7*u^ 

-s<>y77>-2-4sW7-^)-^M>h*—fr-l, 3-^(1. 24g, 3. 48m 
1 H— NMR Spectrum (DMSO-d ) 8 (ppm):3.82(2H,s) ) 6.68(lH,s), 7.37(lH,dd,J=2. 

6 

2Hz,8.6Hz), 7.49(lH,d,J=8.6Hz), 7.78(lH,dJ=1.8Hz). 
[0320] [«r$|56-l-5] 2-^/-N- (5-7^^-^/77^-2- - 

WtM56-l-4KWM<DC- (5-^-^^/77^-2-^) ~^/VT^ 
^(455mg, 2. 01mmol)(Z)N, N- V^/Vfr;VJ>T^Y(lOrnL)W$.K, ^MX 
^f(J4-l-5^fB^(Z)2-T5/-6-^h= 3 r^^/V-^^^(293mg, 1. 6 
lmmol), hy^/VT5^(700 i uL, 5. 03mmolh ^<>o/MJT)/— /V-l-^/V^" 

^vhU^C^^/vr^^^^A ^-^y/v^rxi^y^ Ml. 07 g , 2. 41 

mmoD^Px., 120#^»Lrc o BtJ^fe^TTk^Px., g^^/V-Cf^ 

Lfc 0 ^©^^JET^ItU a^£NH^y#77K£7^i^/77^(^7° 
^>:^^/V=l:l)T^U ^WE^^(255mg, 33%)^fife@#:^LT 

J H-NMR Spectrum (DMSO-d g ) S (ppm):3.35(3H,s), 4.30(2H,s), 4.60(2H,d,J=5. 
1Hz), 6.62(lH,d,J=7.9Hz), 6.75(lH,s), 7.15(2H,brs), 7.40(lH,ddd,J=0.9Hz,l.lH 
z,8.6Hz), 7.54(lH,d,J=8.6Hz), 7.80(lH,d,J=2.2Hz), 8.00(lH,dJ=8.1Hz), 9,05(1H 
,t,J=5.9Hz). 
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[0321] [$mW57] 2-T^;-T$-{5-7^;V-^^S7Ts-2-4;V^;V)-%-*Y 
MS m/e (ESI) 368.32(MH + ) 

J H-NMR Spectrum (CDC1 ) 8 (ppm):0.924(3H,t,J=7.2Hz), 1.35(2H,dtJ=7.2Hz,7. 
6Hz), 1.57-1.65(2H,m), 2.67(2H,t,J=7.6Hz), 3.45(3H,s), 4.40(2H,s), 4.72(2H,d 
J=5.7Hz), 6.39(3H,brs), 6.62(lH,s), 6.71(111^=0.61-^,7.91-^), 7.09(lH,d,J=7. 
0Hz), 7.32-7.35(2H,m), 7.64(lH,d,J=7.7Hz). 

[0322] [Hife$j58] 2-T^-^-{Q-^y-J;v^-y-^<y-/yyy-2-^;v^;v) 

mmm4tmm<D^mK£.*), wmmi-2-4KmM<Dc- (e — ^j^^y 
— ^/yTy-2-^;v)-^;vr^t2-r^/^^m^bmmi^m^m 

tz Q 

1 H — NMR Spectrum (DMSO-d g ) S (ppm):4.53(2H,d,J=5.3Hz), 5.11(2H,s), 6.56( 
lH,dd,J=7.7Hz,7.9Hz), 6.64(lH,s), 6.90(lH,dd,J=2.2Hz,8.4Hz), 7.07(2H,s), 7.22 
(lH,d,J=1.8Hz), 7.30(lH,t,J=7.5Hz), 7.37(2H,t,J=7.9Hz), 7.42(lH,d,J=8.4Hz), 7. 
43-7.45(2H,m), 7.93(lH,dd,J=1.8Hz,8.0Hz), 8.06(lH,dd,J=1.7Hz,4.8Hz), 8.98(1 
H,tJ=5.3Hz). 

[0323] mmM59^hmmm72^ mMmstmm^mKxv, m&ffl59-iKtm<v 

[0324] [Hife$j59] 2-T^/-N-(6-^b^y-^<^/yyy-2-^/V^;V)-^.=x^ 

MS m/e (ESI) 312.13(MH + ) 
tti3&^2-T5/-N- {Q-tYn^y-^/y*7Ty-2-s(;V^;V) 

[0325] DK5t^j59-l] 2-T^7-N-(6-tKn^-^yV9^-2-^/V^/V)- 
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fcfBictf) 2 - T^y - N - (6 - -O-vyv^ i/ - ^yyyyy- 2 - 

y=f-/V) -^^T^K (323mg, 865 n mol) <DV)7 MrmWiWM^Xr^^jr 
T~y-;V (406 3. 46mmol)^Px., ^&^3l^«Uc 0 BJ&m&\Z$t 

%bfitzmm£mi*sy%?;v%yj*?v^yyyyj-- mm^^:yy/-^= 10 

:l)^T^U^ta^tl(219mg, 89%)£&fe@fl^LT#fc 0 

'H-NMR Spectrum (DMSO-d ) 8 (ppm):4.50(2H,d,J=5.1Hz), 6.55-6.58(lH,m), 

6 

6.58(lH,s), 6.68(lH,d,J=8.2Hz), 6.85(lH,dJ=1.8Hz) ) 7.07(2H,brs), 7.30(lH,d,J 
=8.2Hz), 7.93(lH ) dd,J=1.5Hz,7.7Hz) > 8.06(lH,dJ=6.0Hz) ) 8.96(lH,t,J=5.3Hz), 
9.44(lH,brs). 

[0326] [HMJ60] 2-TK/-N-(6-7°vtf*i'-^>"/7Ts-2-4/V^/V)-~ 
MS m/e (ESI) 326.17(MH + ) 

[0327] [HJfef!l6i] 2-r^/-N-(6-y v b^y-^<yyyyy-2-4^^)-^ 

MS m/e (ESI) 340.22(MH + ) 

[0328] IMMM62] 2-T^/-N-(6-^<y^^r^y-^<yyyyy-2-4^^M 

MS m/e (ESI) 354.26(MH + ) 

[0329] [Hife$j63] 2-r^y-N- (6-4yyy^y-^yyyyy-2-4/^^) 

MS m/e (ESI) 340.37(MH + ) 

[0330] [Hife$j64] 2-r^y-N-{Q-{3-^;v-yy^y)-^.yyyyy-2-^;v 
^/V)--=3^T^K 
MS m/e (ESI) 354.37(MH + ) 

[0331] [Hife$j65] 2-r^/-N-(6-(2-^/v-y^iy)-^<yyyyy-2-4^ 



WO 2006/106711 



PCT/JP2006/306422 



MS m/e (ESI) 354.29(MH + ) 
[0332] 2-T^/-N-(6-(2, 2-V'^)V--fxHf^y)-^y^yy^y- 

2-^;v^;v) -^^yr^K 

MS m/e (ESI) 354.32(MH + ) 
[0333] [Hife$j67] w-(G-T]);vtti/-^>r/7Ts-2-4;v^;v)-2-T5J- 

MS m/e (ESI) 324.33(MH + ) 
[0334] [HJg^j68] 2-T^7-N-(6-(3-^/V-^>-2-^/V^V)-^y> 

MS m/e (ESI) 352.35(MH + ) 
[0335] [H3fe$|69] 2-T^7-N-(6-^>-2-^/V^V-^>i/79>-2-^/V 

MS m/e (ESI) 338.28(MH + ) 

[0336] [Hife$j70] 2-T^/-N-(6-y e uy°-2-4^^r^y-^<yyyyy-2-4 

MS m/e (ESI) 322.27(MH + ) 
[0337] [HJfef!|71] 2-T5/-N-(6-7>-2-^/^^--<^/77^-2-^/V 

MS m/e (ESI) 336.34(MH + ) 
[0338] [Hife$j72] 2-T^7-N-(6-^n7°nt 0 /Mh= 3 rV--<^/79^-2-^/^ 

MS m/e (ESI) 338.34(MH + ) 
[0339] [Hife$j73] 2-T^7-N-(6-^n7°nt 0 /Mhdrv'-lH-^K-/V-2-^ 

^»!l4irlH#»¥&i-j:«9, M5tf!l73-l-5^fE«(Z)C- (6-^n^VtV^ 

h^i/ - ih - >r^K— - 2-j;v) -^/vrvytmMM -1-5 tcia^©2 - 

- 6 h^V^/^=i^^ifc6^|&fb^Sr#feo 
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1 H— NMR Spectrum (DMSO-d ) 5 (ppm):0.30-0.34(2H,m), 0.54-0.58(2H,m), 

6 

1.20-1.26(lH,m), 3.34(3H,s), 3.77(2H,d,J=7.0Hz), 4.29(2H,s), 4.51(2H,s), 6.1 
8(lH,s), 6.59-6.62(2H,m), 6.83(lH,d,J=2.2Hz), 7.12(2H,brs), 7.29(lH,d,J=8.6H 
z), 7.98(lH,d,J=7.9Hz), 8.87(lH,brs), 10.67(lH,s). 

[0340] DK5t^j73-l-l] 6-tKn^i/-lH-^K— /V-2-%/VT$^yyy? Ti/y 

500mg, 2. 44mmol)(7)v ? ^nn^^(lOmL)^^^ -78°C-C#n^ MJ^n-r 
-YK(12. 2mL, 12. 2mmol)^PXL x ^^#ffl^T0 < CT*50^ft^L^: o S^Tt 

A^n-rh^97>r- (-^V : g^^,v= 1 : D UBit^m (395mg, 

: H-NMR Spectrum (CDC1 ) 5 (ppm):3.92(3H,s), 4.97(lH,s), 6.74(lH,dd,J=2.2H 

3 

z,8.6Hz), 6.82(lH,s), 7.16(lH,dd,J=l.lHz,2.2Hz), 7.54(lH,d,J=8.8Hz), 8.70(1H, 
brs). 

[0341] [$i5t^j73-l-2] 6-^n7°nt°/Mh^-lH-^K— /V-2-^7/^^ 
y^ TVyK P^A- W 

1- l^fBft(Z)6-tKn^- 1H-^K— /W-2-*/l^J?^vy^ 
TVyK T^VV «X/V(395mg, 2. 07mmol)(Dxh9tKn79^(8mL)^|g 
^5N*^^hy^*^(414 jU L, 2. 07mmol)^Px., ^JET^fltUt, B 
SON, N-^^/V4vl^T^K(8mL)^^ ^T^P^VtW^/V:/^ 
^K(241 i uL, 2. 48mmol)^Px., ^MT*12lffl^#Lfc 0 Si-, 5O O C-C40#^ 
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J H-NMR Spectrum (CDC1 ) 5 (ppm):0.36-0.40(2H,m), 0.64-0.69(2H,m), 1.28 
-1.35(lH,m), 3.84(2H,d,J=7.0Hz), 3.92(3H,s), 6.81(lH ) d,J=2.2Hz) ) 6.85(lH,dd, 
J=2.2Hz,8.8Hz), 7.15(lH,dd,J=0.92Hz ) 2.0Hz) ) 7.55(lH,d,J=8.8Hz) ) 8.70(lH,brs). 
[0342] DK5t^j73-l-3] (6— ^n^ntr/Mh^iz-lH-^K— /V-2-^;V) 

wtm i - 2 - 2tmwiv>^mz.£o. %mmi2, -1-2 k^wlw- wnzfvv 

7mg, 1. 21mmol)^^fIfB^#)(l97mg, 75%)£fife@#:iLT#/c 0 
'H-NMR Spectrum (CDC1 ) 5 (ppm):0.35-0.38(2H,m) ) 0.63-0.67(2H,m), 1.29 

3 

-1.33(lH,m), 1.69(lH,t,J=5.6Hz) ) 3.83(2H,dJ=6.8Hz) ) 4.79(2H ) d,J=6.0Hz), 6.3 
3(lH,dd,J=0.80Hz,2.4Hz), 6.79(lH,dd,J=2.4Hz,8.4Hz), 6.84(lH,dJ=2.0Hz) ) 7.43 
(lH,d,J=8.8Hz), 8.18(lH,brs). 
[0343] [$^^73-1-4] Q-*s9xi7xi}d;V*Y**s-\n-&Y~A'-2-%;WVV7 s 
tK 

WkWTZ- l-3icl|E^(D (6— ^n^ntT/Mh^-S/- 1H-^K— /W-2->f 
/V)-^/-/V(197mg, 907 i umol)(Z)v ? ^nn^^(5mL)^^, gifr-Cngfe 
{L^#>(789mg, 9. 07mmol)^Px., ^a^l70#r B m#L^: o ^£^£6 

mm^^= i : i) -vmmu wm&m (i44m g , 74%) £^&@#^lt#/c 

1 H— NMR Spectrum (CDC1 ):0.37-0.41(2H,m), 0.65-0.70(2H,m), 1.28 — 1.34( 
lH,m), 3.86(2H,d,J=6.8Hz), 6.79(lH,d,J=2.0Hz), 6.87(lH,dd,J=2.2Hz,8.8Hz), 7. 
20(lH,dd,J=0.92Hz,2.2Hz), 7.60(lH,d,J=8.8Hz), 8.93(lH,brs), 9,72(lH,s). 
[0344] DK5t^j73-l-5] C- (6— ^n^ntT/Mh^- 1H-^K— /V-2->l7V) 

$43^73 - 1 - 4 XC^Mm 6 - *s?ny°u\i 0 ;Vty^y - 1H — f^K— /!✓ - 2 - * 
;WVVftK(144mg, 669 ju mol)(DT^^T-^/— M5mL)88Rl^ 
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?;-;V=lO:l)X»mMU tlfB^^Olmg, 63%) £^£^^LT#fc 

1 H— NMR Spectrum (CDC1 ):0.34-0.38(2H,m), 0.62-0.67(2H,m), 1.26 — 1.32( 
lH,m), 3.83(2H ) d,J=7.0Hz), 4.02(2H,s), 6.24(lH,s), 6.77(lH ) ddJ=2.2Hz,8.6Hz) ) 
6.84(lH ) d,J=2.2Hz), 7.40(lH,d,J=8.6Hz), 8.35(lH,brs). 
[0345] 2] 6-v ? T^7-N-(6-^n7 P nt 0 /^h^V-lH-^>K—/V-2 

^lfe^Jl^l^^¥^^J;l9, $U£0!l73-l-5fc!Efttf>C- (6-^tr/tifcf7M 
h=3rV- lH-^K-/V-2-^) -^/VT^^tHifef^l - 1 -4^fSfc02, 6 

: H-NMR Spectrum (DMSO-d g ) 5 (ppm):0.00-0.026(2H,m) ) 0.22-0.27(2H,m), 
0.86-0.94(lH,m), 3.46(2H,d,J=6.8Hz), 4.14(2H,d,J=5.5Hz), 5.36(lH,d,J=8.6Hz) 
, 5.77(2H,s), 5.82(lH,s), 6.28(lH,dd,J=2.4Hz,8.6Hz), 6.53(lH,d,J=2.4Hz), 6.67 
(2H,brs), 6.97(lH,d,J=8.6Hz), 7.36(lH,d,J=8.6Hz), 7.93(lH,t,J=5.9Hz), 10.25(1 
H,s). 

[0346] mMm5] 2-T^/-6-*h*i/^/V-N-(2-y^/*i/^/V-'<>y*yy 

mmimtmm^m^, wmw5-i-3Kmm<Dc- iz-? 

jv - ^y^/yyy - 5 - - ^VTSybW&m* - 1 - 5 fcfEictf) 2 - T^y— 6 

1 H— NMR Spectrum (CDC1 ) 8 (ppm):3.45(3H,s), 4.39(2H,s), 4.76(2H,d,J=5.2Hz) 
, 5.17(2H,s), 6.03(lH,brs), 6.42(2H,brs), 6.68-6.70(lH,m), 6.76-6.77(lH,m), 
6.98-7.04(3H,m), 7.29-7.34(3H,m), 7.46-7.49(lH,m), 7.54(lH,d,J=1.2Hz), 7 
.60(lH,d,J=8.0Hz). 
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[0347] [$^^$175-1-1] 5-B—v-2-y^/^y^/v-^<yyyyy 

5-3— K-2-^/V^^y^9>-(500mg, 1. 94mmol) <DmMfc$M (28mL 
)^^N-^n^e^>W^K(410mg, 2. 3mmol)£2, 2-7y^(WfP 
^hU/V) (47. 8mg, 0. 291mmol)^nx.fc 0 ^l(Dii^^P^j§^T2^^45^ 

Wy?4- (^^:mm^^=10 : 1) ^TftMU 2-^n^^/l/-5-3- 
K— <^/79>(320mg, 49%)£#fc 0 

2-:/u^f7l/-5-3— K-^> > /77>(270mg, 0. 801mmol) ^7x7- /V 
(113mg, 1. 2mmol)<DN, N-v?^/^^T5K(20mL)^g^^7!J^( 
332mg, 2. 4mmol)^Px.^ 0 ^<«^£^J;iT14ll#P^ I#Lfc, SJ£$:$r 

^mm, UBrmmhtco mbfitcmm^v^^^^b^yy^-^^ 

1 H — NMR Spectrum (CDC1 ) S (ppm):5.16(2H,s), 6.72(lH,s), 6.98-7.02(3H,m), 

3 

7.28-7.33(3H,m), 7.57(lH,dd,J=1.6,8.4Hz), 7.89(lH,d,J=1.6Hz). 
[0348] [«r$|75-l-2] 2-7*S*i/*^A'-^>^Ts-5-%/ltf~h})A' 

WtM75-i-iKWM<D5-a— ^-2-y^/^y^/v-^<yyyyy(250m 

g, 0. 714mmol)(Dl-^/V-2-t o ny^7^(10mL)^^TWbM|&(168 
mg, 1. 43mmo\)b^Yy^{Yyy^^^7^)^7i?VM0) (165mg, 0. 1 
43mmol)^Px.fe 0 ^O^t;^13O o CT30#^ I#U„ a&^WCfc^&J; 

m^yV^/^u^b^yy^- (^M^ : ^^/V= 5 : 1) ^TftMU ^!E>f 
£^(27mg, 15%)£#fc 0 

J H-NMR Spectrum (CDC1 ) 6 (ppm):5.19(2H,s), 6.85(lH,s), 7.00-7.04(3H,m), 
7.31-7.35(2H,m), 7.58(2H,d,J=1.2Hz), 7.91(lH,m). 

[0349] DK3£0975-i-3] c-(2-7^y^^/v--<^yV9^-5-^/v)-^/v 
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M25mg, 0. lmmol) (Dy-Yy\iYvyyy ( lmL) ii^lTUc„ -^M^tl^ 

x*m&u m^mm^^yv^xmrn. m)±.mm-r^t\^mm^m(i2 

mg, 47%)£#fc„ 

'H-NMR Spectrum (CDC1 ) 8 (ppm):3.90(2H ) s), 5.16(2H,s), 6.82(lH,d,J=8.0Hz) 
, 6.98-7.03(2H,m), 7.21-7.25(2H,m), 7.29-7.33(2H,m), 7.44-7.52(2H,m). 
[0350] 2-T^/-N-(2-(4-y^vi-^<yiy;P)-^yyyy-5-4 

mwM4kmm<D3 L mz£<o, m&$m-i-4\ztm<7>c- (2- 

'H-NMR Spectrum (CDC1 ) 5 (ppm):3.44(3H,s), 4.07(2H,s), 4.38(2H,s), 7.64(2 
H,d,J=5.6Hz), 6.31(lH,brs), 6.35(lH,s), 6.41(2H,brs), 6.67(lH,d,J=7.6Hz), 6.99 
-7.03(2H,m), 7.18-7.26(3H,m), 7.38(lH,d,J=8.4z), 7.45(lH,s), 7.58(lH,d,J=8. 
0Hz). 

m^MC- (2- (A-y/vOrxi-^-yV/v) --<yyyyy-5-4M 

rvymxr(D^mx^muz. 0 

[0351] DK5t^j76-l-l] 2 - (4-7;^n-^/» - ^//77y-5-^/W 
fcK 

2- - 1 - - 5 - VVf tK (500mg, 1 

. 86mmol)^^-^^y=3— /V(2. 31g, 37. 2mmol) £]>/K^(20mL) KMM 
U (1S)-(+)-10-^>7t-^^^ TVyK (30mg) &MxJt 0 Z.<DmM 
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KX^(5-[i,3yj^yy>-2-4^-^<yyyy>-2-4M - {A-y/v^rn- 

7x^) -^7^(377mg, 65%)£r#fc 0 

(5-[i,3]> ? ^y9^-2--f/v-^^yV9^-2-^/v) - {A-y/v^rn-y^ 

^/V)-yyyy(370mg, l. l8mmo\)<D^V>sfy^— /V(5mL)®$S#et£fcK7 
vVl^nt»(165mg, 2. 8mmol)^lt^^y7^(l52mg, 2. 71mmol) ^Px. 

^o^«^ioo°c-e2B#r H m#m, £hKi60°cK^nhmmmwhtc o e 
j&m&m*tm&, mm^^mn\hfz. 0 mmm^mu 

h^77>r- (-^f-y : H^^/v =5:1) ^TftMU 5 - [1 , 3] v^y^y - 2 - 

^T/v-2- (A-y/varxi-^-yV/v) -^<yyyyy(i5img, 43%) £#fc 0 

[0352] )K^T, 5-[l,3]iy^yy^-2-4^-2- {A-y/V^rn-^y-J/V) -^<yy 
yyV(100mg, 0. 335mmol)£H|t:lb^f (222mg, 0. 67mmol) (DMfc^U 
y(4mL)^^hyy^/V^^y(l76mg N 0. 67mmol)(Z)^^^^y(lmL 

[0353] co^^^iB#r^7j<^TJt#L7cm, muKximrmwhtco BLj&m&m 

= 5:1) ^TftMU *IfElbl^5 (84mg, 99%) £#fc„ 

'H-NMR Spectrum (CDC1 ) 5 (ppm):4.08(2H,brs), 6.45(lH,m), 6.98-7.02(2H, 

3 

m), 7.23-7.26(2H,m), 7.48(lH,dJ=8.8Hz), 7.76(lH,dd,J=1.6,8.4Hz), 7.99(lH,d 
J=1.6Hz), 9.99(lH,s). 

[0354] DK5t^j76-l-2] (2- -^//77V-5-^)-^ 

yy-/v 

S^iaf!J76-i-i^fEfto2- (4-y/v^-n-^>v ? /v) -^<yyyy>-5-# 

;W^ftK(84mg, O. 33mmol)<7W/— /V(5mL)^g(^^>fb^^MJ^ 
A (18. 7mg, O. 495mmol)SrJnx:feo 

[0355] *©&^&3o#iB£i&fcTS^ut, g^gg^ 
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J H-NMR Spectrum (CDC1 ) 8 (ppm):4.07(2H,s), 4.73(2H,s), 6.35(lH,m), 6.99 
-7.03(2H,m), 7.20-7.27(3H,m), 7.38(lH,dJ=8.4Hz), 7.47(lH,m). 

[0356] DK5t^J76-i-3] 2-(2-(4-y/v^ru-^<yV > /v)-^<yyyyy-5-4^ 

$*3i0!l76-l-2fcfEi6©(2- (A-y/v^ru-^yV/v) -^yyyyy-5-4 
;V) -WJ— /V(83mg, 0. 324mmol)^h7tKn77^(5mL)^^MJ7oi^ 
/V^7>r>(93. 5mg, 0. 356mmolh 7^/W^K(52. 4mg, 0. 356mmol)^:L 
Xit^/VT^Jjl/V^yv— h(62. lmg, 0. 356mmol) &1]\\KJt 0 ^(DU&W 

h^yy^-(^^:mm^^=5:i)\zxmmummit^m(8im S , 65%) 

J H-NMR Spectrum (CDC1 ) 6 (ppm):4.04(2H,s) ) 4.90(2H,s), 6.33(lH,s), 6.96- 

3 

7.01(2H,m), 7.20-7.24(2H,m), 7.32-7.33(2H,m), 7.57(lH,s), 7.68-7.70(2H,m 
), 7.82-7.84(2H,m). 

[0357] [«r$l76-i-4] c- (2- (A-y/varu-^yV/v) -^<yyyyy-5-4M 
-^/VTVy 

$S5t^j76-l-3(C|Bife<?52 - (2- (4-:7/Ktn--<^vyV) -^yVy^-S 
-^/V^/V)-^y^K— /V-l, 3-^^(8111^^0. 21mmol)<D3^A-M 
5mL)^h9tKn79^(3mL)^^(CtK7^1*fP'»(52. 6mg, 1. 05m 

(42mg, 78%) £#fc 0 

J H-NMR Spectrum (CDC1 ) 6 (ppm):3.91(2H,s), 4.06(2H,s), 6.34(lH,s), 6.98- 
7.03(2H,m), 7.16(lH,dd,J=1.6,8.4Hz), 7.23-7.27(2H,m), 7.35(lH,d,J=8.4Hz) ) 7. 
41(lH,s). 

[0358] [Hife$j77] 2-r^/-N-(6-^y-y/v^y-^<yyTb]^y^y-2-4^ 



WO 2006/106711 



PCT/JP2006/306422 



- s<yV [b] ft7xy - 2-4;v) -^/vTSZ/bWkm* -1-5 ^|E4fe©2 - T 

J H-NMR Spectrum (CDC1 ) 5 (ppm):3.46(3H,s) ) 4.40(2H,s), 4.80-4.81(2H,m), 
5.12(2H,s), 6.37-6.40(3H,m), 6.70(lH,d,J=8.0Hz), 7.05(lH,dd ) J=2.4,8.4Hz) ) 7 
.16(lH,s), 7.33-7.35(2H,m), 7.38-7.42(2H,m) ) 7.44-7.47(2H,m), 7.59-7.62( 
2H,m). 

[0359] [$^#177-1-1] G-*Y^y-^^/lh]^7^-2-%/VT$^yyy? TV 

2-7/V^-n-4-^h^f^yXT7VT y tK(5. Og x 32. 5mmol) i:2-^/^7 P h 
-Tirr— h(3. 56mL, 32. 5mL)<DN, N-v^/^/W^K(50mL)^fc 
mkMVMl2. lg, 87. 5mmol)^Px./c 0 ^(D^^^M^T5^^^#L 

il^^^^^^-c^^, Stilus ^(D6MS:^ffiT^«lU # WcB^t 
£VU#^>^ u^h^y^— : g^^/V= 20 : 1^10 : 1) fcNH- i/V 

. 72g, 88%)£#fc 0 

J H-NMR Spectrum (CDC1 ) 8 (ppm): 1.41(3H,t,J=7.2Hz), 3.90(3H,s), 4.39(2H,q, 
J=7.2Hz), 7.02(lH,dd,J=2.4,9.0Hz), 7.29(lH,d,J=2.4Hz), 7.74(lH,dJ=9.0Hz), 7. 
97(lH,s). 

[0360] DK5t^j77-l-2] (6-7<h^--<^/[b]^7^-2-^/V) -*#/—A> 

W&W77- 1 - 1 KfBi6©6 <>y [b] ft7s^- 2-*/l^i?^Vi;y 

^ Ti/yY ^7sr;V{5. Og, 21. lmmoD^hytKn^^ClOOmL) 

^^*^bT/^^"7AU^T7i,(2. Og, 52. 8mmol)^Dx.fc 0 
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J H-NMR Spectrum (CDC1 ) 5 (ppm): 1.92(lH,t,J=6.0Hz), 3.86(3H,s), 4.87(2H,d, 

3 

J=6.0Hz), 6.97(lH,dd,J=2.4 ) 8.8Hz), 7.12(lH,s), 7.29(lH,dJ=2.4Hz), 7.60(lH,d,J 
=8.8Hz). 

[0361] DK5t^j77-i-3] 2-(6-^^>--<yy[b]ft7xy-2-Wf/v-^y 

m&M77-l-2\mM<D(6-*h*i/-^y^lb^*7^y-2-4M-W 
;V(4. lg, 21. lmmol)<D^b7th*v7Ts(40mL)MWKTyi?%/VtfymV 
^/V{3. 32mL, 21. lmmol) , 7^/W^K(3. lg x 21. lmmol) ZLXbV?^ 
/V*xyr^(5. 53g, 21. ImmoDaflit ^©^^£gi&^3l$|!gjft#Ut> 

^y.mm^^=io:i^hA:D\zxmmu wm<&m<2. 34 g , 34%)&#*: 

'H-NMR Spectrum (CDC1 ) 8 (ppm):3.83(3H,s), 5.06(2H,s), 6.94(lH,dd,J=2.4,8 
.8Hz), 7.21(lH,d,J=2.4Hz), 7.58(lH,d,J=8.8Hz), 7.70-7.78(3H,m), 7.85~7.89( 
2H,m). 

[0362] [M^77-i-4] 2-{Q-^y-J;v^^y-^^/lh]^y^y-2-^;v^ 
/v)-WyK-/v-l, 3-iZfr> 
2fc#T, mkM77-i-3KWM<D2-(6-*b*i/ — ^/\h\^iry^y-2- 

Wf^-^yK-^-l, 3-^(1. Og, 3. 09mmol)(D^>fb^^^(l 
OmD^lCH^W^^^^^KlM) (15. 5mL, 15. 5mmol)^T 

-y-^y9\h\^y^y-2-^;v^;V) -^y^K-zv-i, 3— ^^(540m 

g, 57%)£#7c 0 

2- (6-fcKn^-^<>o/[b]^73i>-2-^^/V') -^y^K— /V-l, 
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3-v^(121mg, 0. 391mmol)(DN, N - /V*/VA7^K (3mL) 
^!J^(162mg, 1. 17mmol) (70 0. 587mmol)^ 

y : mm^/^= 10: lfrb4:U fcKl'.DKXW&U £f&ffr£«&(144mg, 92% 
'H-NMR Spectrum (DMSO-d ) 6 (ppm):5.05(2H,s), 5.09(2H,s), 7.00-7.03(2H 

6 

,m), 7.26-7.45(4H,m), 7.58-7.60(lH,m) ) 7.70-7.72(2H,m), 7.82-7.87(3H,m) 
, 7.98-8.00(lH,m). 

[0363] [$^$177-1-5] C-(6-^>v ? /V^V-^>i/[b]^7ai>-2-^/V)- 

1 77-1-4 KBM<D 2 - (6 - -^v?/]^3f */ -^/[b]ft7sy-2- 
-Y/Mf-ZW) ->fy^K— 3-v ? ^(l44mg N 0. 36mmol) (D^/— /V(5 
rriL) ^(^9^1*^(18. 7mg, 0. 374mmol) %MzJZ 0 ^<Dm^W0& 

[0364] [Hig$j78] 2,Q-i/T^-^-(Q-^^y;vir^y-^yV\h\^-iry^y-2- 

^ifeflli^O^^J;^, M^!l77-l-5^fEfcOC- (6 ^vVl^drv' 

- -<^7 [b] ft7x> - 2 - ^/V) - ^/VT^$^$J 1-1-4 ^fEfcO 2, 6 - 

J H-NMR Spectrum (CDC1 ) 6 (ppm):4.51(2H,brs), 4.77(2H,d,J=6.0Hz), 5.12(2H 
,s), 5.78(lH,d,J=8.4Hz), 6.11(lH,brs), 6.45(2H,brs), 7.04(lH,dd,J=2.4,8.8Hz), 
7.13(lH,s), 7.31-7.35(2H,m), 7.37-7.41(3H,m), 7.44-7.46(2H,m), 7.59(lH,d, 
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J=8.8Hz). 



[0365] 2-T^/-N-(5-^u^-^<yyyyy-2-4^^M-Q-^h 

^(455mg, 2. 01mmol)©N, N-^^/^/K^T^K(10mL)|§yfe, 
M&M4-l-5KmM(D2-T^;-6-*h*i/^/V-^?-ym(293m^ 1. 6 
lmmolh bV^Sl/TV-/(700nU 5. O3mmolh ^yifyyTlf—ZV—l—^/V^r 
^yYVMV*?-/VT^;)-fo7^~VJ* ^y-7/vHrxi-fo7,7^— h(l. 07g, 2. 41 
mmoD^Px., 12B#P H m#Ui 0 HJS^te^U^k^nx., g^^/VCjlilffl 

®, mmf±rmmLtc 0 mm^NH^j^My ^^^^77^(^7°^: 
mm^^= 1 : 1) xmmu mmt^m (255m g , 33%) &&&mw-thxmti 0 

: H-NMR Spectrum (DMSO-d g ) 5 (ppm):3.35(3H,s), 4.30(2H,s), 4.60(2H,dJ=5. 
1Hz), 6.62(lH,d,J=7.9Hz), 6.75(lH,s), 7.15(2H,brs), 7.40(lH,ddd,J=0.9Hz,l.lH 
z,8.6Hz), 7.54(lH,d,J=8.6Hz), 7.80(lH,d,J=2.2Hz), 8.00(lH,d,J=8.1Hz), 9,05(1H 
,t,J=5.9Hz). 

[0366] IMMmO] 2, 6-i?T^/-N-(6-(2-7^/^y-^h3ci/)-'<>y*77y- 
2-4/V^/V) -^.zi^-yT^Y 

mmM2tmm<D^mz£mmik&m*mco 

MS m/e (ESI) 341.19(MH + ) 



[0367] [Hifef^si] 2-T^/-N-(5-^-b^y^^-^<yy77y-2-4^^M- 

mmm47tmm(D^m^mmm-i-5Ktm(D2-r^-N-(5-7^ 
^-^^/7Ty-2-y/v^/v)-6-^y^/^^yr^vtMmM8i- 
iKtm(DbV7*?-/p— ^-v^y^jv— T.x^hum^m^mz., 

MS m/e (ESI) 370.21(MH + ) 

[0368] DK5t^j8i-i] W?-/v-x.y*y^/v-^x 

i/4y7°ut°/l'TVy(2. lmL, 15mmol) , ^r-ytpW^OOmL) <DW&!faK 
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-78TTCn-;/^VHJ^-M2. 4M n-^^mw, 5. OmL, 12mmol)£M 

Wy74- {^^'rj^;v^.-y;v=3Q-.i) \zxmmu mmt^m (2. 8 g , 
65%) ^m^m^mtLmtco 

1 H— NMR Spectrum (CDC1 ) 5 (ppm): 0.87-0.92(15H,m), 1.16(3H,t,J=7.0Hz), 1 

3 

.26-1.35(6H,m), 1.43- 1.55(6H,m), 3.36(2H,qJ=7.0Hz) ) 3.74(2H,tJ=6.5Hz). 
[0369] [^1] 




[0370] imi 



WO 2006/106711 



102 



PCT/JP2006/306422 





[0372] m*\ 




[0373] [H5] 




[0374] [^6] 



WO 2006/106711 



106 



PCT/JP2006/306422 



SIM 6 1 *»5«6 7 

o o 




[0375] [H7] 




[0376] [MS] 



WO 2006/106711 108 PCT/JP2006/306422 



»3ft*ji-i-i sat^j 4-1-1 

O 



O 

H 2 N^NH 2 



rr 1 - 



O 

OH 



CI^N^NH 2 



m&M 1-1-2 ili 4-1-2 

9 o 

H z NT ^N^NH 2 CI^N^NH, 

M&m 1-1-3 m&m 4-1-3 

H 2 N^N^NH 2 

m&m 1-1-4 m&m 4-1-4 



p 



H 2 N^N^NH 2 ^°^^N^NH 2 

ttft«4-1 -5 

O 



[0377] [^9] 



WO 2006/106711 



109 



PCT/JP2006/306422 



mm\ 1-2-1 



o 




KM7-1-1 




[0378] [H10] 




[0379] [^11] 



WO 2006/106711 



111 



PCT/JP2006/306422 



5 6-1-1 



O 




[0380] [^12] 



Hi 7 3-1-1 




mmm 73-1-4 



sawn 3-1 -5 



H 





WO 2006/106711 



112 



PCT/JP2006/306422 



»5-1-1 
7 5-1-2 



«3fi«76-1-4 





M&m7 7-^ -2 




M^0"J 7 7-1-5 
H 2 N 



[0381] «0j!^#^t o y^^M^f*(i)tU«^©^^c}i^^(7)7K^Ptitt, (StLTtG 
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[0387] i. ^tEfcosij^irc, &T<DmmMx*&)$Ltc{xm&wk&mz.^x, m> 



WO 2006/106711 

[0388] [^13] 



114 



PCT/JP2006/306422 



iff 7 ? 


dTLyv ✓ y 7 ip lit 

(p. g/ml) 


„AL /JUL [7 J 




mmm 


tt(/ig/ml) 






2 4 


6 . 2 5 


4 9 


0. 3 9 


— 


1 5 6 


2 5 


0.78 


5 1 


0. 2 


— 


1 5 6 


2 9 


1 . 5 6 


5 2 


1 . 5 6 


— 


0 7 8 


3 3 


12. 5 


5 3 


6. 2 5 


— 


0 7 8 


3 7 


0. 2 


5 4 


1. 5 6 


— 


0 7 8 


3 8 


0. 3 9 


5 7 


6. 2 5 


— 


0 3 9 


3 9 


1 . 5 6 


5 8 


0. 1 


8 


1 . 5 6 


4 0 


3. 13 


5 9 


0. 7 8 


1 2 


0. 7 8 


4 1 


3.13 


6 5 


1. 5 6 


1 3 


0. 3 9 


4 2 


1. 5 6 


6 9 


0. 3 9 


1 4 


1. 5 6 


4 3 


0. 7 8 


7 0 


0. 7 8 


1 6 


3. 13 


4 4 


0. 7 8 


7 2 


0. 7 8 


1 7 


0. 7 8 


4 5 


12.5 


7 7 


0. 3 9 


2 2 


0. 3 9 


4 6 


0. 3 9 


7 8 


0. 3 9 


2 3 


I. 5 6 


4 7 


0. 7 8 


8 0 


3. 13 



[0389] mu] 



mmm 


J5t7*V 
tt(Mg/ml) 


mmm 


ttUg/ml) 


mmm 
#^§- 


ttUg/ml) 


i 


1 . 5 6 


3 8 


0. 7 8 


5 7 


1 . 5 6 


2 


3. 13 


3 9 


1 . 5 6 


5 8 


1 . 5 6 


3 


0. 7 8 


4 0 


3. 13 


5 9 


3. 13 


4 


3. 13 


4 2 


3. 13 


6 5 


3. 13 


5 


0. 7 8 


4 3 


6 . 2 5 


6 9 


0. 3 9 


6 


1 . 5 6 


4 4 


6. 2 5 


7 0 


1 . 5 6 


7 


1 . 5 6 


45 


12. 5 


7 2 


1 . 5 6 


1 2 


1 . 5 6 


4 7 


1. 5 6 


7 3 


2 5 


1 3 


1 . 5 6 


4 9 


6. 2 5 


7 7 


3. 13 


1 6 


6. 2 5 


5 1 


0. 7 8 


7 8 


1 . 5 6 


2 2 


1. 5 6 


5 2 


0. 7 8 


7 9 


12. 5 


2 4 


3. 13 


5 3 


6. 2 5 


8 1 


6 . 2 5 


2 9 


6. 2 5 


5 4 


0. 3 9 







[0390] 2. ^VX(Djj^y?±%m%kmm^ 

C. albicans E81022#c$\ f^P— y^hn— ^^i^(SDA) fc30tU 48fffl 



WO 2006/106711 



115 



PCT/JP2006/306422 



[0391] (2).mm 

mnmm.2 mm.5~5.mm<DMmcR^vxmi&m^mnLtc(4 x io 6 c 

ells/ mouse) 0 
[0392] (3).mm 

Pfft^&^Lfc o |gMtitm0 mg/kg£U -p©«|^ic«5PE-CfT o 

[0393] am^mfe 

[0394] msK^irfflo, *%mfc&to&& j *vit'?vx\z, im^ntst&L 

[0395] [^15] 







i 


9.6 


2 


8.6 


3 


8.6 


4 


10.2 


5 


12.8 


6 


11.4 


7 


8.8 


9 


9.6 




2.4-4.0 



[0396] ^mM\m^j^ymmMi)^v<\t^(Dmwc^fih(DyK 



WO 2006/106711 



116 



PCT/JP2006/306422 



^mxh% 0 



WO 2006/106711 



117 



PCT/JP2006/306422 



[i] (i) T*m£tiz>4k&m>v< tt<Dm$fctttih<D7mto ; 
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mmmma] 

C T/V3r/vm, C T/Hr^/V^C T/V^/^C i/^n7Wi,C v- 

1-6 2-6 2-6 3-8 3-8 

VuT/v^/vc T/v^/vm.c T;V^i/^C T;V?r~;Vtti/^C T/v 

1-6 1-6 2-6 2-6 
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